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ifc 1 ] ttsMcDTK • tenant lt*tjbt*s. 



R 5 0 O 




tl] 



t\ ^WiR 1 £R' *«!EVMC^-§-LTg^S^UT 

ttgfcoT*£MTOt7^g-C&0, OR 5 ttffi® 
4 nT V> T *> «k «&&7 )Va * ->S £ 

(«SU R 1 . R* , R s RtfR 4 ttH»fc*«J»^-C 



(2) 

1 




[fib. Arll7'J-MT$D. R l ffcK^HTOi 
*\ sfeWiR 1 tR J *iSVit^LT«m***LT 

v>T%j;v^^i/>ai*»*u r» k#r< \tm-x 
\tmte-oT*mm?x\t7~»im-?&Q> or 6 bab 

(flU R 1 , R J . R 8 RtfR 4 ttFWfcJWMWT 
SO. 

TWTtJ:W7i=*it*D. MhH73'JHfc9qHII 
££* LX V»T &«fc V>fl®7;P# / -f /I4£Xttg&£& 

# bx^xfc «fc n«»7 jio *->#;p#3^gxa& o . 
^#&7 *s)im&7 u -;p*;p^^;i/SXtt7 u 

&x&9, am»^UTViXt> t fcVifl)K7;i'*y'f;i/ 

j3)V#*-»m. mC7)Vl3/-1)V7S.; 
^75 /«^eS«nS l~2fifflSTl^ntl>T 

& «t ^mk7)vti j -r )imx\t a - 7 s. j mvjuvx* 

Tb£^&®7)Vu*~>*)V#=L)m&&®7)l=i*>' 
s&#7 x ^^d^sanssxg^s nx nx & * 

V»ffift7/l'3*S'*;M?r:jWfc 7 U -;P#;i/#3jPg 
> »/-f )vm. 7 u -Ji^v^Ptoi/ga*? x y 
*S/*;u#3;i,Sx*D> g&S£=&LXHXfc,k^ 
^>S#:7x-*g» ffiS7*#/'f fi 

»7^3*->»Rtf**va*6atfn* 



#H¥8-27 00 6 

2 

[ft*fl5] HK(I-a) 
Mfc2] 




H-aj 



(flU ArS7U-JH, R"fit75'*Sft&fcU 

or 5 «flS$nxviXt>iv^*KSx«fiS7;i/3* 
->S£3rr. ) T«sn*5?tHa*^3>n«#xtt 

■€-©»Pl»lcMreU55flS*»*»tUX9:*JfilltK 

' HfcfiB6] -*£tl-b) 
[ft 3] 




[I-b] 



(flU Artt7'J-;PS, R»tt7S'/WI**fcU 
R")273'/l'££&bU OR 5 teflBStlX^Xfc.i: 

^*mmx\mm7)V3*->&z&-to ) x^snsv* 

50 [if*«7] HKjSCI-c] 



.Hfc4J 




[I-c] 



40 (flU Arl47'J-;H, R sl RtfR 41 ttE-Xttg 

fcoX7->;ws£Sfeu or 6 fiflssnxv>x'b«t 
^*m&x)mm7)vn*~>m$:&ir. ) x^sns^ 

)V*)vm. fl®7;io*->g, a*7/W!7/-f/w-*s/ 
SRtXfliK7;i'3+->*;^-;i,^-^->S*^s«n?> 
SXgmsnx^Xfect^^x-^SXSD. OR 5 ifl 

fl«$nxir>x "b«k n*Ksxttfl»7;i'3 *->sx& 
0. R Il #*gia, fi®7;P3^->s, <£®7;P3+-> 



3 

vm7)va^m, my^y-ov 

x -)im&p>m \i nsgTS&a nx >b«k 

; xfca^s/ft©*^*^;^^ 

*wt«»v^T»«M«« 5 eft® jkintm 

M£ft9] Ar*V\ny>Ig^. *ft«> <£&7 

wm, ftft7*3*5^«. e»7;wi 

SRtf<£ft7;P3*$/7j;i/#3jP;**^ga>Sgtftt£ 
gTg&SnTUTfccfcl^x^ST&D, OR 5 ft 
««Snx^T"bJ:U*|HSXl4fia7*3*->at-Xf* 
D, R ll RtfR' l ftE-Xttgft-=>T*&*, <£!R7;W 

->;i/S. &®.7)vti;'{)V75.;m. 7i/^i, 7 
x-^SR^««snTv»T«b«k^7s/3i^6a«n 
* 1 ~ 2m<Dmxm^nx^xh^&m7)vijy-i 
)im ; mi7)vn*zsWBaf73L-)vmfrt>m3.nz>& 
xwmittix^xh&Ki&m7)i3**sti)vtf-)vm 

m** 10] a r ft ad rywfrs -m&, <s& 
7)v*)vm. {&Wc7)v^ym. t&m^iJMm^- 

i'&Rtf&1R7)V3*i'%)Vtf-)V**~smfrt>m\ift 
SSTgftSnT^Tfc<kV>7x:^gTfcD, OR 6 

\mmz nx ^x t> ± ^mmx\mm7)va *~>mx 

;W3*->*. ®»7^3^->ffi»7;i'3+^IS, 

*->;i^, fi»7;p*y-f;i/75/«, 7i/+->i, 

7 x ^gRtf&ft £ *IT V vc «fc 1^ 7 5 / Sft S g tf 
n5 l~2<@©ST@^$nTViT ! b t fc^<£l67;^/ 

STg&s nx t> i v»ttft 7;io jpftrui' 
ftjfcS 7 Gft©JfiiSf ftTSU. 

[If ft* 11] A r av\ny >n^ fift 
7**;i/g, ®ft7^3*->g, mr/kft/'rjfc*-* 

S«Tg^$nT^Tfe«t^7x^ST?a&0. OR 6 
ttftS^nTHT'b.tV^S-efeD. R sl RtfR 4l ft 
H-XttftfcoT{£»7;W3*->«, &ft7*3*H£ 

&7»3*->s&tf75 /8ft ssan-ss-rrgftsn 
wmt*rix^x<b£^&m7ji=i*i'*)v#-)im. * 
oEtt©iiii«Km 

[»#ft 12] a r dJfi»7;^;nsxttffiR7;v 



(3) #B8ft8-2700 6 

3^gT-g&£nT^Tfc<fc^7x:^ST&0> O 
R 5 «t*R3t*fc»IM7^*/-f/Wn?««Snfc* 
ftft. R si ;&tfR< l ft<£&7;io&/'Ol^ ft»7*3 

* ->s«^fiS7;p* / -f )vm. 75/ Xftttfisj^ 
7a/-rm <£S7;P3^->*;^r.;i/Sx«7xy + 

•>tj)i#-mx&2>m$mi lEftwiiftRm 

[»#ft 13] A r 7W£K7;io*«>gg&7xr. 

»g» r s 1 RtfR 4 1 ftffiR7*3*->«gft&ft7»7j 
/ 1 2 GttcDjhinrm 

10 [ft^ft 1 4] *ftftO?KF • fe*ffl|T&£l!£ft 

i~i scftojkinim 
Hs»c!>im«ftia 

[0 00 1] 

[ftft±©f(W!#ftJ *ftfttt. msRTitozmz. 

[0 0 0 2] 

[fE*Oft«] «ftft®ft«fcftV»Ttt**«feW&ft 
fcfttt, «llC*CT-f >*y>£fcttftn»ftftftft 

LftLfcftS. K^7:M F*fl:ftftlcttjlft7 

->H— *ji*:^*i/7*fcftftfcHtft»fcftili 
ftfcViillftftftfcD. £©£5fc*£©fcV>£rlA>ft 

[0003] 2t#. mmm<D%&. ms\zmm\z^tm 

gftftft-£-f-5£V> S^lO-* • h^J'x-f- • -fe 
^•'J— (Glucose toxicity theo 
r y) ftftftfcftTfc*. -Tfcfcti, ftftWfcftjfiiftft 

ofeCDTSS [> 7 7^hP^7 (Diabetolog 
i a) Sg2 8#. ^1 1 9K (1 9 8 5¥) D . 

[0004] ^©ai^ti, %.<D&o\zvxfcm$ftx\,'> 
#{bT s r tjww* nfc t^*-7-;i' • *7* • ^ u - 

*H"-f 3^a> (J. Clin. Inve 
s t. ) ^7 9 ft, mi 5 1 OH (1 9 8 7¥) . H» 
8 Oft, mi 0 3 7JC (1 9 8 7m . nft.8 7ft» ft 
40 S 6 1ft (1 9 9 1ft) ft] . z:n6©«IEIIftT, JfiL 
«*iEftfcftOiailtbT7nU5?>««ftTaftTfflV» 

[0 0 0 5] 7D'jy>lt U>3*^7->ft©A*7?Hi 

ft©ftft"t»«Aicft*n*E«#T*D. fTtetttte 
icftjian. a-*w^^nT#fc. «ft. ft^twft© 

«S^lgt©*#a-r-5Na + -^3-X*ftftft©H 
ftJfflT**2it«lto*0. ^©*^T«. 70»J5»tt 
ftET©ft©Sl»iR^HSb. ft©»ffi£ffiiiLTii;jfil 

50 [0 0 0 6] L&L&tfiZ. 7D'J5»*ftnS4f<5 



5 

?zztt)W*>ftx&r>> 7PW?>£&iftrt 

(7. hP-7 (Stroke) . jgl 4#, & 
388H (1 9 8 3f) ) Ot, fiJSIfcfrfcO 

&ns. *<DTztbi>\ zmz-c7uvi?>z%mffifem 

2' -j3-D-iOP:nb!7/->;M-*->-4, 6' -5? 

n-x^iiijii^^ia^-rs^t'b^^nT^s (09*. 

«, tf**S# • X • K*7* • 77* (B i o c 
him. Biophys. Acta) , I7 1i> 16 
8 8Jt (1 9 6 3 59 J . LfrU ieft-g-fgj^fiPS 

[0 007] 

t>«nfcBWiiJDfPffl**L, fr^©77"U3>teffi 
[0 0 0 8] 

[l|g£<$?fc-rsfc&©^ia H585S C 1 3 

[0 00 9] 

[ft5] 




[1J 



[0 0 10] CfiU Ar«7U-;PSTf*0. R 1 
R 5 fi«S$nT^T'b<fc^*KSX»4i£a7;l'3^-> 

sss-r (fit. r 1 . r j » r s &#r 4 ttn*£* 
irrcwciw*. 

[0 0 11] *^i|©f»tJ&5ytHn*;Vn> 



(4) &H¥8-2 7 00 6 

5 

-71B7UU v>£fi-§-Ufd»£©®5~3 5<TC& 
^XIc«P«*l/fc«#. jUMt®±#*micllNb 
K^fllT&S. *XH0**UK0 CD ©;i©J:5fcg? 

[0 0 12] *Ki©f^T»5i?kHD* 

^f. 4-*h*->-6' -tHP+v-2' 

- (2, 3-y-0-Ih+-/7W-3-D-W 
aK?;^**^) 5?t Hn*^3>ftl 0 0 Omg 
/kgOfU^T, 7^h}C2 8BKaHS3S4U 

[0 o l 33 H»c*SMlo*»i««"0lio*fH»*-e»* 

77*'j3>te, 7Pl^>.fcgfcD> «f£DC:*IMM|£ 

#£D-.(3- 'HD 7VP3-X£l#IW-f >*a<- 
# hU fKjlL«®ii[mB«»CUT»Jfii3«iC^(t««&D 
C^fcBi^fct &#{fc-£®#millll#£ 1 0 0 tb 

*^©*^^©7^'J3>T*S2' , 
4, 6* - h 'J t F n+->-;k H □ j?;^ >H 9 2 . 7 
Tabt), 2' . 6* -5?kKn^->-4-^h+y-/h 
Kn*/lo>tt9 i. 0TJ&D. -2r, ynu^>\ti 
3. 7t$oL 

[0 0 14] foT, #fl9§©»£#©77*U3>© 
7^>J3>T*S7DU5 1 >tCjt'<T¥U</h5<. * 

[0 0 15] #|&K©W$j£#T&5-7bKP;tUi/3> 
CI] fc*5<r>T, 7U-;PSibTtt, ^fl;*^ 

&7y-;p*#&tfs.n, 7$^stLTtt, mj»«7 
[ooi6] ±.m(Dm.fci^m^y^-)vmtbx\t, m 

&S£^LT^Tfccfc^7x3Jl/«#i&tfSn-5. £ 
fc, SMJ»^7->Jl/S<hUT«, BIlStLTHTfeJ: 
V>fiiR7;i'*/-f;PSxeBiftaS^UT^T'b«k^fi; 

t ut«> 7 u -;i/*;V3j?-;P'Sx«7 y -^:**-># 

[0 0 17] SSfc, g&S£3rUTV>T 1 & < fcV>7x3. 

s, fiS7;P3+->^ £&7;i'#/'f;M-*->sx« 
fia7;V3^->^;^n;^^->STSm$nT^T%> 
<kH7x3.;i<g#i&tfsn. «»»**UTV»TfeJ:v> 

fi;a7;W3^->fiiS7;p3+->s, a^stf*^ 

50 S, mLT)Vl3j-()V7S.;&. 7iy+yi, 7i= 



(5: 

7 

#&tfsn. g&a££LT^T&<fcVM£iI&7;K3*v' 
[0 0 18] X> ©&X£*LTV>T'b<kH<i&7;k*J 10 

/■uv&n&zms. &7s.;m<D&mmtvT\t7$. 

/g©#®g£&D3£&©-e;©ntf«fc<, W^.«7-fe 

9-)vm. -fu \f*-)im*$<Di&m7)i% j -i )vmx\t< 

[0 0 19] X, g&8£#LTV>T*>«fclM£&*7;k*J 
J -i )Vmt, a - 75 /KO^I^v^S** 

;p#*->^a i a* 6*»ai*i»v»fcjSj8«±if en*. 

[0 0 2 0] i?t}*Ul])Va>&m# CI] fciSHT, 
[0 0 2 1] X. ybFn^>gi# [U £43^ 

t. or 5 T**nfc3t*»««*nfc*«it©«^. k 

2t, tr>\* n -f ;i/S^©<£ffi7;i/* y -f ; *>j>jw- 
*v'*;P#-;p», t -7>*->#;W*:^g3¥©7x 
^;uSTg& $ tir v> r f> ,t v>ffi&7;io * 

7~>)i&§*mf*>nz. 

[0 0 2 2] *^^0^^-ca5^^kHa*;m> 40 
JMMMI) ©JUWJfcl/Ttt. (1) Ar#fl&S« 
*UTV>Tt>J:V»7x=*«T*0. OR 6 tfftgtett 
TV>Tfc<k^*|fcgXte€lK7;iO*S'gT&D, R l 

•7***1/ >**»*U R 3 StfR 4 *»B-Xtt*& 

?T**if, flHftss^rbT^Tfe«fcv»fia7^*y 
-r/ws, mftas**uTv»Tt>«kv»fi»7^3*5'** 
7 u -***#:i**xtt7 u -a**** 
;U#-;WgT&£ (fiU R 1 . R 2 . R s RtfR 4 
rai$fc**K^TttfcV>) £V>tt. (2) Ar 50 



#»¥8-2 70 0 6 
^B^S^bT^TfeJ;^7x-;PSTa60, OR 5 

39«ffaisnTv»T>b*^*Kaxttfla87^a**>atTf 

*D, R 1 3»»«ftSS#LTt»Tt)J:V»ftR7^*y-f 
AS, «SIS**LTV>TfeJ;Ufi»7A'3*5/*^* 

7 u -/k&*#=/wsxtt7 u -/M-**** 

#=;HST!a?>» R J , R» fttfR 4 tf^-Xttgfco 

-f^at «Mt**LTV»Tfc*v»flaR7Ao*$';fr;i, 
jcr^s. 7 u -;p*;v#^;vsx»7 u -***3"* 

[0 0 2 3] ±E (1) ~ (2) T?±lffcft£&©7x 

y?i^>S. ^7Jkfr/'f;WiRtf/xtttt 
a7^a*->*^#=;i«3js««jtsrr5»&» En 

S©g©g&«£UTtt. «WBTRWUfcfe©tH«0 

[0024] *im©«ttft» cn ©ffi©*^tu 

Ttt. (DHKCl-a) 



[0 0 2 5] 
[ft 6] 




U-a] 



OH 

[0 0 2 6] (fit, R ll tt7->MSit)U ffiOg 

(2) Cl-b) 
[0 0 2 7] 
[ft 7] 




lib] 



OH 



[0 0 2 8] (fiU R sl tt7 *s)Vm*m.t> U ffl©f2 

(3)HBtt[l-c3 
[0 0 2 9] 
[ft 8] 
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H-cJ 



[0 0 3 0] (fiU R sl RZ/R 4, «ff-X«S^:oT 

5. ) TSSnsfls^fc, (4) —f8t£ Cl-d) 
[003 1] 

iib9] • 




[I-d] 



[0 0 3 2] (fiU R 2 \ R SJ RtfR< 3 f£H- 

*£;TfS. ) -Cjj*aft<5fc-&4&» (5) -HR^C CI - 
eD 

[0033] 




[I-c] 



[0 0 3 4] (fiU R 1 ~R< ttttEtH-**** 
U R 6 tt75^H*Xtt^7/l<*J!/*«art-. ) 
*v»tt (6) H8SC CI - f 5 

[0035] 

[fill 1] 



R 5 0 O 




[I-f] 



[0 0 3 6] (fflU B l RtfB* \im-X\t&t3.o 



(6) #«¥8-27006 

20 

ns. 

[0 0 3 7] Jin?) CI -a] - Cl-dD t*V»T, 
R"~R". R , '~R 4! -C^Sn57>';PStbT«> 
R 1 ~R< 'T«*n**TRWU«:75'^«tW<ia:7 

[0 0 3 8] CI -e) Tf^^n-SflS^felC 

20 fcV>T, R 6 *t7S/*36T**«^, K7^*»ttft^ 

Hi cn fc*v»TOR« o#astbT*tffcSTfeo 

Tfe±<» JWM&fctt, «*.tf7-fe?/WS» 7*0 1:*- 
x=^ST«*snTir»Tt>J:t»«B»7 < n'3*->*;p# 

[0 0 3 9] K&m CI -a) OJ:0*(W9ft«tUT 

tt, ATifi/\uy>m^ <£S7;i/*;vs. ft 
a? ®7^3*->a, fi»7**y-f****>*RtfffiR7 

T^Tt><J;^7irjHT?$D, OR s #&S£tlTV> 
Tt)J:V»*WlXttttR7 < «'3*5'aiT»D. R n #* 
US. fi*7Jl/3*5/3S, &ffi7;V3*->ffiK7;W3* 

->s. f))v#*~»v&, tt»7;p*y-<^7syas. 7 

7x=2l/Sfttf««3nTl»T , bJ: , /»75 
/S^e.Stfn^ 1 ~2B©lTBIShTlf»TtJ:H 
Vm.7 )Vf> / 1 )V& ; ffiR72!/3*3'3SXtf7x=2WI 
*6atfn**TB»SnT^T"bJ:V»ffiR7*3*^ 

[0 0 4 0] CI -bD ©J:Dft#«ft«tbT 

«. Ar#Any>jgFp, fi»7;p*;m, <s 

*7*3+ J yl. fi»7**y-f^**->3iat«£»7 

T^T*>J:^7x=:;MlT*D, OR 6 *«»K*nTt> 
Tt>J:^*«»XttffiR7;p3*5'*T*0. R ll £tf 
R»^-XIJSft?T*8I, fi&7;W3*->S. € 

»7*3*->«»7^3*->*, *iwe*^*«. 

«S$nTV>Tfc«kV»75/S*>6Stfn* l~2ffl© 

*T«MmTt>TfeJ:WKft7/W!7 7-f ;WI ; &®7 

v»TfeJ:V»ffiR7A'3*^**#=^S ; 

S ; Xtt7xy*"5/*^#=*«T*«fl;-&4W»*»f 6 

[0 0 4 1] ft^tt Cl-c) ©J:DJMW9ftHiUT 
ft, Ar*V\oy>R^, #82. fla87JMr/!4l. fi 
87*a#5'l. fiR7^*/-f/W-**>IIRl«SR7 

50 ji^3*->*^#ryp**->»*6atfn<&afc«(isn 
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T^Th&^y x-JV&T&t). OR 5 ##gSftTtr> 

T*&^*.mmx\tmi7)va*'>mx&r)> r» i r# 

7;P*/'f^7S/S> 7x 7x=.^gRtf 
«S5nT^Tfej;Vi75yS*>6Stfn-5 l~2fflCD 

;io*->srz;7x=;i^ e-ntfnss-ee&sttT 
* ; x a 7 x / * -># ^toi^g-r * s {t$m<& vr e» 

[0 0 4 2]- (I -d] ©±D*#«fc«iLT 

&7;Ka*->g. e®7;i^/^;i^*->SRtfffiiK7 

TViTfeJ;^7xn;^T*o, or 6 aqsMsnr^ 
T s &«kv>*&axttffi&7;ua*vgT&0. R". R 

*«. R»»RtfR 48 #ll-X«:gfc^T*&S. WRTfr 

3*->g, ea7;P3*->fi®7^a^->s. 

x=;pss^ssnTViT*><fcVi75 /s*^s«n 
s i ~ 2 ®©STg^$nT^Tt><kVi(sa7;^/-r 
jvm ; &wi7)vn* : smBLtt7^-)vmfrt>m\-inz>& 
•vmm^nx^xhi.^im7ivu^->'ti)v^-)vm 

[0 0 4 3] fls&ft Cl-f] ©±DA#«JftM£LT 
ft. B l *t7x^;PS"C»CI, B 2 at*sMffT»*fc 

[0 0 4 4] X, fc-&03 Cl-aD ~ (I-e) \Z%\,* 
T, 7->;i/Stt a -75 y k©*;^+->jp«^ S*g 

7i^77^X /tUX 77->, 7DUX D-f 

[0045] en fc*^Tie»tticff*L^ 
t. *^n^xtt7->;i/ST*-5^^*tf5n» ft 

*T?fe-«a CI - a), [I -b) X\t CI -c] T 

[0 0 4 6] z.n$te%®<Do%. «nfcJi&*J»*** 

•fSfc£-%£UT«, HRjJ CI -a] fcfc^T, Ar 
«««»7^3*->*«fc7x=^iST*D, R ll *t75 

/^sx«^>v^aT&sfc-&®, — jR^c [i - 

b] fcfc^T. Ar#7x3JPgT&9, R ll RtfR 21 

tf&R7)i>3 **smw&m.7fr* j -Dvmx-hzfcii 
7/i^ j -* )v**'smKam.7)vn* : si])Vi&-fr* 



(7) #M¥8-2 7 00 6 
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* & S«n-S>STg^ £ nx * t» 7 x 
ST-fcD. OR 5 liftS $llT Vi Tt)cfcVi*^ST* 
0, R 8l S^R <1 *«if-X«Sft-3Tfiffi7^3^-> 
S. <SiK7^3^->fiiS7;^^->SR^75yS*^ 
Stfn-SSTBM $ tlT <^T fc <fc V>&&7 7 -i )V 

g. ^7Jio*5/*TB»shT^T%>J:H£»7Ji' 
[0047] $ s \z&ntz%m®%* mt t v 

10 X\t. CI -a] l:*^TAr*tfiS7^*-> 

«B&7x^gT-&»3, R"^> l /'f;VSTfft5ft 
X«H&5$ [I-c] fcfc^T, Ar#{£®7;V 

i^MT^O, OR 5 #t*BUSSfcli«»7^*y'f 

jp«T««snfc*KS, R si Rt;R 4i ^fiffi7;^y 
fi»7*3*->it«lifi»7^*y-f;«, 7 
5yseMfia7JP*y-f;i/S, <£i&7/P3 
-)vmx\t 7 x y *->#;i^3.;i/ST-a& *fls'&«38«*tf 

6n, 1 0 tt-JSiS C I - c ] fcfcUTA r JW&R7 
20 *3*->«Ml7x=;Wt R ll RtfR 4, «t«R7^3 

•5. 

[0 0 4 8] -7tHn*;P3>H»# Ci] US© 
[0 0 4 9] -e©j;5ftmttT«, tttttt. 5S®«^ 

otttttk* y7>x;^>^«, ftKj|[«o«Witt« 

[0 0 5 0] *5!^©jfillll^TS!ltt, SP»lCb#SP 

D.;7", 77t7JA« -tf^^X V^fyh, 

», 3->77-?. U>K*U»7A, VWjK'y 
U->>«) . S^SO (Xf7'J>87^5"7A. 
7. jP'Jx5 1 W>^'J3-;k S/U*») . MHGH t/X 
W->af>7>f) StXSS^O (77U;HSK7"hU 

S&S0©^#S^SSlT*-3TfeJ;<. m 
a^©$n#^ftS?r!li?feoT ! b«fc^. -7j, nma 

[0 0 5 1] fS^Mtt, mU&> ]£#©¥& • *s • 

0©S#*«> SPS-^©»&Ktt, l~10 0mg/ 
kg. tDWt5~40mg/kg, #SPg#©^ 
50 ttt. 0. l~5 0mg/kg. t0t)^0. 5-10 



(8 

13 

mg/k g t-tZVtm 

[0 0 5 2] **W0*3»jfcaT**5?fc Kn*/lo> 
MWft CI] ttKT©«lcUT»i-r*=:fc38«ffl**. 

[0 0 5 3] (1) -«5t (I) TSSnsytHO* 

)vn>mmmt. -ms. (vim 

[0 0 54] 
[ft 12] 




[0055] cflu E^ttttBtw-***** 

[0 0 5 6] *»EBt«Ht*StlC«t>, ±JR*JWfc46lC 

fcttl 0*C~3 0"C) TSMirsc&JiHT**. HA 

m fcmcJ-MV-r HJ£A (Sodium 

hydrogen t e 1 lur i de) © 5fH 

CO 0 5 7] fffttt, R«fc^SHtft«MI©»« («*. 

[0 0 5 8] (2) HR* CI -a) T»4n*^tP J0 
n**a Hfe£ [I ID 
[0 0 5 9] 
[ftl3] 




[0 0 6 0] (flU B*tt»Et'H-«**t 

®Sft 7*;WW5 ^ ticct DIBSf* c 

[0 0 6 1] (3) -HRSC CI -b) TwSni^t H 
n*^3 -flS5$ Cl-gJ 
[0 06 2] 
[ft 14] 



#§l¥8-2 7 0 0 6 

14 

O 




U-g] 



[0 06 3] m U R ! 2 &tf R 4 2 l4#&S®&SSft 

ftzfc&mniffrzi ~»vma 4 mca 6 

ft7S/;WtU «BBIftR*-rsctfcJ:Dtti-r*C 

[0 0 6 4] (4) HKjS CI -c) T*Sn*>*kF 
D#;pn>g§ij|#«. -*ss£ CI -h] 
[0065] 



[ftl5] 




[I-* J 



OH 



[0 0 6 6] (fiU R 12 &tfR 22 t4*8S©£8*ft 
n*ft£«3® £01^ tf 7 y ->^»CD 2 ftRtf 3 ftjjcHS 

ft7->;wt:u #wifti»*-r*ctfcj:ottirac 

[0 0 6 7] (5) Htt5t CI -dj 'T?**n*yh K 

n* /lo >g§i&#f4, -&5$ C I - i ' 3 



[0 0 6 8] 
[ftl6] 




tl-i] 



[0 0 6 9] (ffiU R 14 » R 24 , R S4 &tfR 44 f4. 4> 
fc<£fc^©3%©lO©£tt*S5fII^Tfc?), -e©^ 
0*147 5^fr3ST**£fc ft* U ffi©g^J4t&Etl^ 

^s©*eitft7->;wtr4 c t c«fc o sarrs £ tut 

[0 0 7 0] (6) HKjS CI -e] T^WykK 
a*;ua >§§iS#f4, HRSC C I - j ) 
[0 0 7 1] 



(9) 



#M¥8-2 7 0 06 
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HO 




[I-j] 



[0 0 7 2] «U E^ttHEiW-imt 

) TSsnsfc^&fcHfcit civ) 

tO 0 7 3] 
[fill 8] 

R 6 -OH [IV] 
[0 0 7 4] (fib, R« tt^£i»7;P^SXtt7^ 

[0 0 7 5] ±E (3) Rtf (4) ©75"/HfcR*fc* 
V>T> fc-S-fe (I-g) Rtf CI-W ©*8£*©#S 

stuTtt, *^©««iftD5at>©T?*ft«& 

[0 0 7 6] ±B (2) ~ (5) ©7->;WtEJfc«» Bf 
^Tfe«fcV»fi»7*3*->*^#>**) . *■©«[ (« 

*.& ^MJ^AJg. *;^>r>Affi^F©7;p*'J^JS 

& 7/kft V'±M*Mk) Xtt*©E*ttWW* («A 
•*K«4**CtKJ:D. *JW*ct«tT?«*. 7 

*SM 5 H«) ©#fc*fctt##ttTfc, Sfc, ftfis£ 
*©R*ttll»*£KHfc^©^0, KK*f MX. 
tf ; *»ft7^* U : Wi7 ^* U ; 
7** U £Jie©&1iaSX» h V&&7)V*)V7S. 
> ; fcTU ?>«0*WIJD ©#fc*fctt##ttTfc, . 

(0M.HE. *S9uu*9>+ 

jnirF (toto»oT:-5 o*o -cjtfinsgfs c t*» 

[0 0 7 7] ±ER*Trtt. jnsHb£*©*K£©£fc 

D ©£fcttftf**©«iM&v>0#«Kfc£<», -€-©£X 
tt*©K*ttR^©««Silfrr*£ifc.kD, -ft 
£«5 (I I) *»5ft^* [I - a) XO (I-d) 

[0 0 7 8] ft*, £j£4fc£*V>T. R 1, ~R <1 XttR 
1 8 ~R< » jJ«fiM;iftfc7 5 J Witt* 7'»V&V3bZ 



30 



40 



16 



h&©«K*liWSfc.fcD»SLTfe.klr». S&SS© 
[0 0 7 9] Sffi (6) CiUTR' OTS'JIttTftS 

fc£*igj [iv) tfc£*r [I - j) ©Eftosg (2) 

~ (5) tH«icstasi-5::t)!«a*. icsm n v) 

©E«ttll»»tbTtt«A^-f H, 
[0 0 8 0] X, R« jBSfl»7A^r^Tft«flS^«r' 

jo civ) tit^ ( i - j ) ©R*ttnttticav», mm 

f. K^©#fiXWJHMETK*llrJ-*J:i«»IH*. 
. (IV) ©EJS£KSfc£UTttfc»7**;i'A 

[0 0 8 1] *fc*K£tflMMIil,Ttt. fife (2) 
~ (5) •C&tftzh<D£m&f3.h<DZ&lfZZ£tf?g 
5. 

[0 0 8 2] (7) CI) ©3*» HRSC CI 

a? -f) XO-Kj£ (I-k) 
[0 0 8.3] 
[ft 19] 

R 5 0 




[I-k] 



[0 0 8 4] (fib. B» 0**1(7. 7ir;H, ft 
■7JI'#7-f-***^»X0fiil7^3*3>'||««U 

Ha*^3>BI*#:ttH(a (ID •P*3*l*ftfcft 

CI I I -a) 
[0 0 8 5] 
Wb2 0] 
B' 



\ 



B 



CX, 



[in-a] 



[0 0 8 6] (fiU XO£#tta*£*L ffi©E^ 
OttfEtH-*flc**rr*. ) TS3ft4fl:£ttXO- 

(I I I-b) 
[008 7] 
Hfc2 1] 

B 3 — CHO [ III-b ] 

[0 0 8 8] (flU E9l»BtH-t*m 

50 -racta*-?**. 



(10) 

17 

[0 0 8 9] i££® (I I] ift-&% ( I I I - a) X 
B CI I I-b) £©£&«. m& WZteVZuu 

rh7t Hu77>» . KM* (WfcHSMs . 

x;w*>K, >***>»*©*««•) ©#£T 

X tf»J5»*©*«tt) ©#«"RC&*3T~iD&T 
(iDfcttl 0'C~4 0 , C) T^f* 

[0090] -j&a ci n -e*2nzmm:£mt. io 
-hrsc CV] 

[0 0 9 1] 

Ht2 2] 




[0092] emu fa^ttWEt^-gifts^r-r 
fiaaa*i»*-rs!:tt«t-i3«iErt-*j:t««T?*-5. 

[0 0 9 3] #«7CEfcttfc-&<» CV I I 13 ©StcK 
(1) t.H«©*ftt±D,.*l«**Ct3S«T**. 

[0094] -jBtt cv3 Trssnswwfc^fttt. - 

SSS CVI3 
[0 0 9 5] 

Hfe2 3] 50 




[VI] 



[0 0 9 6] (flU OZ 1 . OZ* . OZ s StfOZ 
CVI 13 

[009 7] 
[ft 2 4] 

Ar - CHO I VII 1 

[0 0 9 8] (flU E^f4WBtH-a*S*f 
■5. ) T*an*7*xtHft-&*SIB^S*fc*. s 

f**, ft^fc CI I I - a) tSfSS-frSflv 

fc£«3 CI I I-b3 t£iSS-a-*i:tlcJ:D«Jfi-j-5 50 



#M¥8-27006 

I* 

[0 0 9 9] Bttft^tt CV 13 fciJ^T. OZ 1 -O 

ut«> te»7;i/#/^;i/^flUB©«a£T#«sn 

fc*&S £ * tf S C 1 38«Tf # *. 8&a£©IS£tt&I* 

[0 10 0] 7-feh7x/>gf3l# CV 13 fc7JVyk 
Ffc£#> CVI 13 ch©ilS£E&«> ^SlCiO* 09* 

* 'J &js^) ©^TfciWTFHnirF (t o *>»t i o 
[oioi] *xn<Dfu»mBHb«tt cv n a. 

■ *7 - ^4 frt-Jlf • 7>H • 7 
7->fM'^Xh'J- (J. Med. Pharm. C 
hem. ) |§5#, 1 0 54H (1 9 6 2^) t~E«© 

[0 10 2] -$5£ [I -g) TTiSSnSfc^Wtt. 03 
-«SC CI — f 3 fc^ViTB 1 #7x=JWfc B 

6 <&©*s£a©B&g£&*-r£ c fcK «fc dsts 

[0103] hr* ci - h3 T?*an*ft^«tt, w 
*tf. -&5£ ci-g3 T«an*fl:^*©^3b!5 
</«>;!/£© 4 Rtf 6 &©*»£*#« 9)Vn\> 
5 y ->;ns© 2 Rtf 3 ©ftKSssN? -r S £ £ 

[0 10 4] ilSSlSC^ViT, if)V3Vy;i')im<D 

[0 1 0 5] m®fc£® CV I I 13 tt, (i)ft^ 
CV3 ©*gS©-$t> L < te£$£7->;Wfcf 
(i i) ft** CV3 t.tt&m CI I I-a3 hV<it 
CI I I -b3 £K&2-a-5;i5\ (i ii)±E (i) 

( i i ) ©ffiK££tet©)I#TfT5*>. 
( i v) HfiSC C I X) 



[0 10 6] 
Mfc2 5] 




[IX] 



[0107] ((au mn\mmtm-is.#z&-r 



(11) #H¥8-270 0 6 

19 20 
I] fc»fcJ:t>Kfc±e (i) Xtt (i * [0 1 1 2] T*Sn*«Bfift*f. 

[0 113] 
KfrB] 

(TSXfcfcttSlfilBBTffrB) 

(£ft$&) -*»*bfc6ilB©BttddYB"7** 
(-8 5 BE) fc|*#»S»c&gPg:# <«#»: l 0 0 
mg/kg) U ^©tt&fc^n-Xfc&TS-S- (1 

g /kg/5mi £a&&*) htz. m?-mmmvk& 

£0. UNIKKOL HCO- 6 0 (S*^5*;P 
(80 IS) *»»iawrr*!IfclCJ:DBBtfc. ft 
*J. #B£lCtitt#BBtt©ftb K>\Z0. 1XNIKK 

[0 114] |g£ttgi£eB©aD'efc«. 
[0 115] (IMMls^tt) 

4->»h*3/-6 , --tHD*^-2' - (2, 3-i? 
-O-T-fe^-iJ-D-^atr?/^;^^) 5> 

t h D**a > (.smm i o EBoft^tt) 

4-*h*->-6* -kHD+->-2* - (2, 3-S> 

- o - x b^F->7-t^)V- j3 — d — jf*3 tr 7 > S'/w- 

3-^^-6' -tKD*->-2' - (2, 3--^- 
0-Xh^7-t^)V- P—D — {f)VZl My/WV** 
-» i>M Y a*)V=!> (W&m 4 2 Gtt®ft£tt) 
[0 116] 
[SI] 

SIS 





JfaBtt (mg/d 1 ) • 


*m (h) 




0. 5 


1. 0 


2. 0 




8 4 ± 6 


1 6 8 ± 9 


13 2+ 7 


8 2+ 6 


1 0 


7 6± 4 


1 3 9 ± 6 


9 6+ 9 


6 8 ± 6 


1 5 


8 0 ± 4 


1 2 7 ± 9 


8 4 ± 4 


68+ 3 


SSB 

1 4 2 


7 2+ 3 


12 6 + 1 2 


9 5 ± 1 1 


6 7+ 4 



(* :?ft±B9BS) 



[0117] ±GBX* *#»4BTtt. &##g B) fc*#a*«* 8 BBBBT 20, 5ml/kgO 

#»fc»U *Bfcjf^B#«TUTV»*J:£*»fe* fH^TSPS^ lOOmg/kg) Lfc. & 

■5. #S4*tt*#lCTwe e n 8 0 (t*7-ffX? 

[0 118] (5yMc*tt*B»*JDflUB) (ft) B. &SS0. 5 %*&?£) «BBB. BS*f 

aittjs tttSD«??h (6ie. i&3~5 so. tBsurBBLfc. »bbic»o. 5%Twe 



i) os*fcfi-rjitm;DB"r*ct#tT#*. 
[0108] fl:^* C i x) «, v • • * 

X-Y ->+;> • 7>H • ^rSX 
MJ— (J. Med. Pharm. Chem. ) £5 
#, 1054H(1962¥) fcBB©*ftC*i;TB 

[0 l o 93 *bwk:*v»t, BBT/W/Wfc 
;P3*->g£LT«03Af& ^^S. x^;ug. 7n 

-7^**. xh*->g. 7n#*->B. 

-fV^n#*->S, :7>*->g, -fV^M 1 **, t- 
?>4->S> *?^>B, x^>»» 7nt>v>BB 
B**l~6©fe©**6f*;ii*«T*, iDfcttKB 
ft l~4 ©*©##£ WK7frii/'ifr*t\,X 
ttBAtfT-fe^/Mt, ^otr^-x;^ ^UMt 2 

»2~5©fe©*W^bV^ 

[ono] JfflBftf* 5>t Kn**a>fctt a? 

[0 111] 
Hfc2 6] 




(12) 



&M¥8-2 7 0 0 6 
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22 



e n 8 0*««fcaa0Ufc»«*©**iSl4bfc. 8)0 
T^HSS^aS^bfc. Si (ml) £S«fitg (mg 

/d i) &*>2 Anmzmk-znitwm (mg) 



»JH*©2 4l*m«1»OB!||ttO-6mgTf 

[0 119] «g*ttSB2«|B«©a?>T?*-5. 

[0120] 

[*2] 



$2S 







tx W*-1u a v9 


E2 ft* ^(na/9ih^ 
♦JtfiH Vi0g/£4iU 




9 C 9 -f- R 9 




^ C 9 4- ft Q 
o 3 6 X 0 0 




/ 9 1 4- A R 


^iJZvH 4 4 


7 ft + A R 


IS F3 1 O 


1 fi 7 4- ^ 4 
1 0 f X d 4 


SiXEfflJ 4 D 


1 0 0 X b vJ 


^KJSItI I 0 


4 1 D X 3 O 


Stjews 4 b 


o ( 1 1 y 


Ba-ftiw i o 

££251/9 1 0 


9 1 ft H- <l ^ 




1 ft 7 4- 1 7 


ffilA/Srt 1 Q 

«c3H 17a 1 ? 


1 A A 4 1 5 


1 M&tiil A ft 


i 0 C X 1 0 




1 1 c; 4 Q 9 
1 J 3 X 0 Z 


£5v£/ftt c a 


R C 4. 0 1 
0 3 X Z 1 


Si&#3 2 3 


2 5 5 ± S 6 


1 £?3&#l 5 1 
*cL 1/3 v A 


6 1+14 


SS«2 4 


91+ 7 


SiSW5 3 


2 14 14 4 


g£W2 5 


1 9 5 ± 4 1 


m&ws 6 


6 113 1 


SiS0J 2 6 


2 7 1 ± 2 7 


BfiM5 7 


17 216 2 


tssm 8 


1 9 4 ± 3 5 


8 


119 118 


3 3 


2 6 5 ± 1 2 6 


Si£W5 8 


6 4 1 3 


Mi£09 3 4 


2 5 1 ± 1 6 










&S0J3 5 


1 2 2 ± 4 ? 










saw 4 0 


2 8 9 18 3 










ftaa.4 i 


17 2 12 2 


7D9?V 


1116 



[0 12 1] ±GttJK#&n£ft&ft9..*ft!&®*& 
tt, 7DU> J >S4©S?£Jt8LT, ^I5~3 5<SS« 
[0122]ffifiMl 

4-^h^^-6' -tHD^>-2' -B-D-if)V 

3tf7y->;^+->^tFp*;v3>2. 7 9gsj?t 

**>-*ft/^U'>a* (2 0- 1 0 0ml) left 

1. 4 7g, p- Y)VX.>7.)Vi£>&\ 2 Omg^SD 
A., £ST2 0l$Hft#£j6rr5. aStft**, fttt 

T««-r-5CtlC±D, 4-*h*->-6* - 
- (4, 6-0-^'Jf>-)5- 
D-^nkr^/^^v) xtHaM3>2. 6 

[0 1 2 3] m. p. : 1 2 6 — 1 3 0"C 
FABMS (m/z) : 545 ( (M+Na) ♦ 3 



NMR (da -DMSO) 6:2. 84 (2H, t, J 
= 7. 6Hz) , 3. 19 (2H, t, J = 7. 6H 
z) , 3. 3~3. 7 (5H, m) , 3. 72 (3H, 
s) , 4. 21 (1H, d, J = 4. 9Hz), 5. 1 
6 (1H, d, 3 = 7. 8Hz) , 5. 48 (1H, 
d. J = 5. 4Hz) , 5. 59 (1H, d, J = 5. 
4Hz), 5. 60 (1H, s) , 6. 57 (1H, 
d, J = 7. 8Hz) , 6. 72 (1H, d, J = 8. 
3Hz), 6. 84 (2H, ddd, J = 2. 0, 2. 
9, 8. 8Hz), 7. 17 (2H, ddd, 5 = 2. 
0, 2. 7, 8. 3Hz), 7. 25 (1H, t, J = 
8. 3Hz), 7. 40 (5H. m) , 10. 85 (1 
H, s) . 
[0 124] 

Mfi«liH*fcbT. »«r*JWHfc^*W»6. ^3 

[0125] 
[S3] 



5(? 



(13) &M¥8-2 7 0 0 6 

23 24 



(*©i) 





YO 0 


o 












2 

X : H- 
Y : H- 


m.p. : 135-136*0 

rnDttiO VIH/ Z/ » 01*> l \Ja TliaJ J 

NMRCd.-DMSO) S : 

2. 91 (2K. t, J=7. 4Hz), 3. 23C2H. t. J=7. 4Hz). 

3. 3-3. 7(5H. d). 4. 21 (1H. dd. J=3. 2, 8. 5Hz). 

5. 170H, d. J=7. 7Hz). 5. 480K. d. J=5. 2Hz). 

5.590H,d,J=5.8Hz). 5.60OH.s). 

6. 58C1H, d. J=8. 2Hz). 6. 72(1H. d, J=8. 5Hz). 

7. 1-7. 3C5H.ni). 7.25C1H. t, J=8.3Hz). 

7. 3-7. 5C5H. o). 10. 83C1H. s> | 


3 

X : 4-0H- 
Y : H- 


FABMS(m/z):531[(M +Ka)* ] 

2. 78C2H, t. J=7. 3Hz). 3. 16C2H, t. J=7. 6Hz). 
3.3-3.7(5H.m). 4. 20(1K. d. J=4. 9Hz). 
5. 16C1H. <L J=7. 8Hz), 5. 48(1B, d. J=4. 9Hz). 
5.580B.d.J=4.9Hz). 5.60(lB.s), 
6. 57C1B. d. J=7. 8Hz). 6. 67(2B, d. J=8. 3Hz). 
6. 71 (1H. d. J=8. 3Hz). 7. 04(2B. 1 J=8. 3Hz). 
7. 250H. t. J=8. 3Hz), 7. 36-7. 49(5H, m), 
9.120H.S). 10.87OH.S) 


4 

X : 4-CH,- 

Y : H- 


PABHS(m/z):529[(y +Na)* ] 
NMR(d.-DMSO) S • 

2. 26C3H. s). 2. 86(2H. t. J=7. 6Hz). 

3. 21 (2H. t. J-7. 3Hz). 3. 3-3. 7(5H. m). 

4. 21C1H. d. J=4. 9Hz). 5. 160H. d. J=7. 8Hz). 

5. 48C1H. d. J=4. 9Hz). 5. 580H. d. J=5. 9Hz). 

5.60OH.S). 6.57(lH.d,J=8.3Kz). 

6.720H.d.J=7.8Hz). 7. 1 1 C4K. m). 

7. 250H. t. J=8. 3Hz). 7. 36-7. 49(5H. m). 

10.86OK.S) 



[0 126] 



30 [&4] 



(14) 



#H¥8-2 7 0 0 6 



25 26 



(*©2> 





t&fttt 


5 

A . 0 1/113 

Y: H- 


FABMS (o/z): 529 KM +Na)* ] 
NHR(d,-DMS0)5: 

3. 22(21 t. J=7. 4Hz). S. 3-3. 7(5H. n>). 
4.21(lldd,J=8.1.8.SKz). 
5.17(lH.d,J=7.8Hz). ! 
5. 48C1H. d. J=5. 2Hz). 5. 58C1H. d. J=5. 7Hz). 
5.5901s). 6.58(lH.d. J=8.2Hz). 
6. 72(1 H, d. J=8. 5Hz). 7. 0-7. 1 (31 a) . 
7. 17(11 1. J»7. 4Hz). 7. 25(11 1. J-8. 8Hz). 
7. 3-7. 5(51 m). 10. 83(11 s) 


6 

X: 4-C1- 
Y : H- 


FABHS(m/z):549/551((M tNa)* ] 
NMR(d.-DMSO) 6: 

2. 90(21 1, 3=7. 3Hz). 3. 23(21 m). 
3.30-3.72(5H.ai). 4. 21 (lln), ! 
5. 16(11 d. J=7. 7Hz), 5. 49(11 d. J=5. 3Hz). 
5. 60(11 s). 5. 61 (11 d. J=5. 6Hz). 
6. 57(11 d. J=8. 3Hz), 6. 72(11 d. J=8. 5Hz). 
7.21-7. 48(101 m). 10. 82(11 s) 


7 

X : 4-CH,CH,0C00- 
Y : H- 


FABMS (m/z): 603 [01 tNa) + ] 
NHR(d,-DMS0)<5: 

1.28(31 1. J=7. 1Hz). 2. 92(21 1, J=7. 4Hz) 

3. <£4(.Zn, t, J -7. 3HZa 3. 28-3. 73wn, a). 

4. 21 (11m). 4.23(2H,q.J=7. 1Hz). 

5. 17C1H. d. J=7. 9Hz). 5. 47(1H, d. J=5. 3Hz). 

5. 60(11 s). 5.61(lld.J=5.4Hz). 

6. 57(11 d. J=8. 2Hz). 6. 72(1H. d. J=8. 5Hz). 

7. 13C2H. ddd. J=2. 0. 2. 8. 8. 5Hz), 

7.25(11 t,J=8.3Hz). 

7. 31 (21 ddd. J=l . 9. 2. 6. 8. 7Hz). 

7. 35-7. 48(51 m). 10. 83(11 s) 


8 

X : 4-0CH,- 
Y : CHi- 


FABMS(m/z):559[(M +Na) + ] 
NMR(d«-DMS0)<J: 

2. 81 (21 1. J=8. SHz). 2. 9-3. 8(71 ■). 

3 715C3H s'i 3 721 (1H t} 

4. 19(11 dd. J=3. 4,8.6Hz). 

5. 14(11 d. J=7. 7Hz). 5. 45(11 d. J=5. 3Hz). 

5. 55(11 d. J=4. 9Hz). 5. 58(11 s). 

6. 76(11 d. J=8.4Hz). 

6. 84(21 ddd. J=2. 0. 3. 0. 8. 6Hz). 

6.86(lld.J=8.4Hz). 

7. 15(21 dd. J=2.1,8.7Hz), 

7. 3201 (. J=8. 4Hz). 7. 4-7. 5(51 a) 



[0 1 2 7] Sa&fl|9 SffiU Si4->U*yW7A?DTh^77^- 

(1) 4-*h*->-6' -tHD^>-2' - (4, (mm: V uuiiV\,k/ *9 J -M tftntZZtiZ 

6-0-^>^'Jx>-j5-D-^;i/3tT7/->;^* ±0, 4-* h*->-6' -7-feh*->-2' - (2. 

-» J>fcFDMa>l. 8 6 g£fcf'J^>4 OmlK 3 -^-0-7'fe5 1 ;l'-/3-D-^;^tr7y->Jl'^ 

J§«?U £S*&K 1 0 m 1 £SD>L 3 BSHSlS -» -^k H P*^3>8 2 0mg£&6iSj£jg$*c£l, 

A, «rfflLfc»**3». <e*r*CtCJ:D4' [0 13 0] 

h*5"-6' -7-feh*S/-2* - (2, 4? FABMS (m/z) : 5 8 3 ( (M+Na) * ) 

0-7t^)V-A, 6-0-"<>i?'Jx>-/3-D-^ NMR (de -DMSO) 5:1. 89 (3H, s) , 

^3 £5/ S?tHn*;^>2. 06g£ 2. 00 (3H, s) . 2. 06 (3H, s) , 2. 7 

efe©*iUT#-5. 7 (2H, m) , 2. 8 8 (2H, m) , 3. 4~3. 

[0 1 2 8] m. p. : 1 7 5. 5~1 7 6. 5-C 8 (4 H, m) , 3. 7 1 (3 H, s ) , 4. 7 6 ( 1 

FABMS (m/z) : 64 9 (MH + ) „ H, t , J = 5. 9 H z) , 4. 8 8 ( 1 H, d d, J 

[0 1 2 9] (2) ±1204-* h*->-6' -T±h =7. 8, 9. 8Hz), 5. 11 (1H. dd, J = 

*->-2' - (2. Z-i?-0-Ttt)V-4, 6-0 9. 3. 9. 8Hz), 5. 50 (1H, d, J = 7. 

-^>i?'Jr>- -D-^alf?;^**^) V 8Hz), 5. 59 (1H, d, J = 5. 9Hz), 

kFDM3>l. 0 0g£8 0%ig*^3 0ml 6. 84 (2H, ddd, J = 2. 0, 2. 9, 8. 3 
tin*. 7 Ot^^M^^S. mS.TE.fcm* 50 Hz) . 6. 88 (1H. d, J = 8. 3Hz), 7. 



(15) 

2! 

1 3 (2H, ddd, J=2. 0, 2. 9, 8. 3H 
z) , 7. 15 (1H, d, J = 7. 8Hz) , 7. 4 
4 (1H, t, J = 8. 3Hz) . 
[ 0 1 3 1] ffififll 0 

(1) 4-*h*->-6' -7-feh^->-2' - (2, 
3-^-0-7-t?;i/-4, 6-0-^>v>Ux>-|3 
- D - bf 7 / v-JP**^) i?kFDM3>l. 
0 5 g> MfeMW-HJ*A2 7 2mgS^^;-;P- 
5^5fcFn7?>a* (30- 1 0 0ml) fcjn*., 

*a-p4»w, 4 0*01? 3 oanit#& mets^ 10 
u Attfcimx?jk asm*. ft^ft«wi«^tt 

Sfc*§K ^-r^^tfc«fc04-^h+->-6' — t HO 
~ (2. 3-5?-0-7-fe?;P-4, 6-0 

fcKD;*j;io>9 1 lmgSfS. 

[0 13 2] m. p. : 1 49-1 5 1*C 
FABMS (m/z) : 6 0 7 (MH* ) . 

[0 13 3] (2) ±iS©4-^ M*«>-6' -kHD 2? 
*^-2' - (2, 3-^-0-7-^^-4, 6-0 

-^•jf>-i5-D- 2010 tr 5 / s> 

tKoM3>9 0 Omg£Kjg0i|9- (2) 

je*. ^!ls■r•5c:^:lcJ;D4-^^=^r->-6 , -tnn 

*->-2* - (2, 3-i?-0-7-fe^-/5-D-^ 

;P3t!7y ->Jl^*-» 5>fc F o #;io > 6 4 o m g £ 

[0 1 3 4] m. p. : 1 3 6-1 3 8*C 
FABMS (m/z) : 54 1 ( (M+Na) ♦ ] 
NMR (de -DMSO) 6 :1. 9 3 (3H, s) , 50 
2. 0 0 (3H, s) , 2. 7 6 (2H, m) , 2. 9 

0 (2H, m) , 3. 4-3. 8 (4H, m) , 3. 7 

1 (3H, s) , 4. 7 3 (1H, t, J = 5. 6H 
z) , 4. 85 (1H, dd, J = 7. 8, 9. 8H 
z) , 5. 09 (1H, dd, J = 8. 8, 9. 8H 
z) , 5. 35 (1H, d. J = 7. 8Hz) , 5. 5 
6 (1H, d, J = 5. 4Hz) , 6. 57 (1H. 
d, J = 7. 8Hz), 6. 67 (1H. d, J = 8. 
3Hz) , 6. 83 (2H, ddd, J = 2. 0, 2. 

9, 8. 8Hz) , 7. 13 (2H, ddd, J = 2. 40 
4, 2. 9, 8. 8Hz) , 7. 19 (1H, t, J = 
8. 3Hz) , 10. 2 6 (1H. s) . 
[0 13 5] Wkmi 1 

(1) 4-^h^->-6' -kKD*->-2' - (4, 
6 - O - * >~? U x>- J3 - D - if)Vn kT y J 



4#M¥8-2 7 0 0 6 
-» 5?kHD*)V3>l. 04 5g&fc! I Jv ? >2 0ml 

\zmmv, &®mwT, n-^u^nuni. 2 8 

gSffiTT*. MT2»|IDR*«, .«EETWIU 3S 

/-»2 0ml. HJtfAO. 84g£Jn 

X. 4 0t;TM*BiIIW<&. SSSU SSCRSX? 

- (gl:SSxfJP/n-'\+t» T^ST^^t 
fc«fc!)4-*h*->-6' -kKD+->-2' - (2, 
3-^-0-^5=-U;P-4, 6-0-^>v'Jx>-3 
- D - k*9 / ->;i^*>-) s?k F n#;i,n 6 

[0 13 6] 

FABMS (m/z) : 6 6 2 (MH* ) . 
[0137] (2) ±!304-^h*^-6' -tHP 
*r*y- 2' ~ (2. 3-^-0-^?U;i/-4, 6-0 

- * > 'J U 5* > ~ 13 - D - iffrn tf 7 y i? 
kHP*;V3>S8 0%SK*^5 0mllClDA, 7 

o , CT2^Jniau «wi9.- (2) fcn«fciaa-r 

5z:tt«k04-y h*->-6' -kW->-2' - 

( 2 , 3 - 5?- O-^y.U JU-B-D- STfraMyJ ~> 
frttis) ykHaM3>0. 5 4g£6fit&*ib 
T#-5. 

[0 13 8] m. p. : 1 2 6 — 1 2 7*C 
FABMS (m/z) : 5 9 7 C (M+Na) + ) . 
NMR (ds -DMSO) 6:0. 7 9 (3H, t, J 
= 7. 3Hz) , 0. 87 (3H, t, J = 7. 3H 
z) , 1. 3-1. 6 (4H, m) , 2. 1-2. 3 

(4H, m) , 2. 7-2. 9 (4H, m) , 3. 5~ 
3. 7 (4H, m) , 3. 7 1 (3H, s) , 4. 7 3 

(1H, t, J = 5. 9Hz), 4. 89 (1H, t, 
J = 7. 8Hz) , 5. 12 (1H, t, J = 8. 8H 
z) , 5. 38 (1H, d, J=7. 8Hz) , 5. 5 
3 (1H, d, J = 5. 9Hz) , 6. 56 (1H, 
d, J = 8. 3Hz) , 6. 67 (1H, d, J = 8. 
3 Hz) . 6. 8 3 (2H. d, J = 8. 3 Hz) , 
7. 13 (2H, d, J = 8. 3Hz) , 7. 18 (1 
H, t, J = 8. 3Hz) , 10. 26 (1H, s) . 

[0 1 39] Siiflll 2-5 r 

m&W9, io, 1 1 tmmzvx, KfetzmmtG 
*» ssg 4 - 1 o &Gtt®4b£*&*«. 

[0140] 
[£5] 



(16) #K¥8-2 7 0 06 

29 30 
31 4 g ) 



HO. 
Hi 


HO 0 

1 11 

J OR* 


mm 


R* 




1 2 


(CH.).CHCO- 


PABMS(m/z):597[CM +Na) + ] 

0.9-1. lQ2H.ra). 2.3-2.5(2H.m). 
2.8-3.0(4H.a>. 3.5-3.8(4H.m). 
3.7K8H.S). 4.72(lH.t.J=8.0Hz). 
4. 89C1H. t, J=7. 8Hz). 5. 13C1K. t. J=8. 8Hz). 
5. 42C1H. d. J-7. 8Hz), 5. 5SC1H. d. J=5. 9Hz). 
8. 56QH. d, J=5. 9Hz). 6. 67QH, d. J=8. 3Hz). 
6. 83C2H, d. J=8. 8Hz) . 7. 1 -7. 2(3H. m) . 
10.26C1H. s) 


1 3 


®-co- 


FABM$Cm/z):6S5[af +Na) + ] 
NURCd.-DHSO) S : 

2.5-3.0(4H.ni). 8.60OH.D). 1 

4.80C1H. broad). 5. 81 (1H. dd. J=7. 8, 9. 8Hz), 
5.58(lH.m). 5.70(lH.d.J=7.8Hz), 
5. 72C1H. broad). 6. 54C1H. d. J=8. 3Hz). 
6. 74UH. d, J=8. 8Hz). 8. 75(2H. d. J=8. 8Hz) . 
6. 95C2H. d. J=8. 8Hz). 7.20C1H, t. J=8. 3Kz). 
7.40(4H,m). 7.58C2H.B), 
7.77C2H. dd. J-l. 5.8.8Hz). 
7. 87(2H.dd.M. 5.8.3Hz). 10.26(lH.s) 


1 4 


CH s OCH»C0- 


FABMS(m/z):601[(y +Na) 4 ] 
NMR(d«-DMS0) 6 : 

2.76C2H.IB). 2.93C2H.D). 3.26(3H.s). 
3.29(3H,s). 3.4-3.8(4H.n). 3.7K3H.S). 
3. 92(2H,dd.J=8. 8.17.1Hz). 
4. 08 (2H. dd. J=7 8 16 BHz) 

~» VW Vfallt UUi «J !• Uf 1 U* Willi/ r 

4.75C1H, t,J=5.6Hz), 

4.93UH, dd.J=7.8,9.8Hz). 

5. 19UH, t. J=9. 8Hz). 5. 48(1H, d. J=8. SHz), 

5. 64C1H. d. J=5. 4Hz). 6. 57(1H. d, J=8. 3Hz), 

6.68(lH,d,J=8.3Hz). 

6. 82C2H. ddd. J=2. 0.2.9,8.8Hz). 

7.13(2H.ddd. J=2. 0.2. 9. 8.3Hz), 

7.I9(lH.t.J=8.3Hz). 10.27OH.S) 



[0 14 1] 



[*6] 



(17) &H¥8-2 7 0 0 6 

31 32 



f#4g (*©2) 





R* 




1 5 


CH,CK 8 0CH s C0- 


a p. : 96-99*C 
PABMS(o/z):629[(« +Na)* ] 
NMBCd«-DMSfl) 5 : 

1. 07(811 t, J=B. 8Hz). 1. 12(3H. t. J=6. 8Hz). 
2. 76(211 m). 2.88(2H.m), 3.44(4H.m). 
3.4-3.8(4H.m). 3.7K3H.S). 
3. 95C2H, dd. J=9.3. 16. 6Hz). 

A in(9H riri J=ft t Ifi AHtY 

4.75UH.t.J=5.4Hz). 

4. 9l(lH.dd.J=7. 8.9.8Hz). ' 

5.18UH.dd. J=8. 8.9.8Hz). 

5. 42(1H. d. J=7. 8Hz). 5. 63C1H. d. J=5. 4Hz). 

6. 57(1H. d. J=8. 3Hz). 6. 68(1H. d. J=8. 3Hz). 

6. 82(2H, ddd. J=2. 0. 2. 9. 8. 3Hz). 

7. 13(2H. ddd. J=l. 5. 2. 9. 8. 3Hz). 

7.19(lH.t.J=8.3Hz). 10.27OH.S) 


1 6 


CH s (CH*),OCHaC0- 


el p. : 96-99*C 

PABMSCm/z):657[0[ +Na) + ] 

NMR(d,-DMSO)J: 

0.8-0.9(6H,m). 1. 4-1. 5(4H. m). 

2. 7-2. 9C4H. 5. 3.3-3.4(4H.m). 

8.5-8.8(4a5). 3.7K3H.S). 

3.95C2H, dd.J s 10.3. 16 6Hz), 

4. 10C2H. dd. J=8.3. 16.6Hz). 

4.750H. t, J=5.9Hz). 

4.92(1H. dd.J=7.8. 9.8Hz). 

5. 17C1H. t. J=9. 8Hz5. 5. 4K1H. d. J=7. 8Hz). 

5. 63C1H. d. J=5. 4Hz). 6. 57C1H. d. J=8. 3Hz). 

6. 68UH, d. J=8. 3Hz), 6. 82(2H. d. J=8. 3Hz). 

7. 13(2H, d. J=8. 8Hz). 7. 19(1H. t. J=8. 3Hz). 

10.28(1HS) 



[0 142] 



(St 7] 



(18) #M¥8-2 7 0 0 6 

33 34 



%4m (*©3) 



m & m 




1 7 

R 1 • 

(CH,),CHOCH»CO- 


FABHS(n/z):657[(M +Na) 4 ] 

NMR(d.-DMSO) S : 

1.0-1. 1(181 ■). 2.7-2.9(4H.m). 

3. 4-3. 8(6H. m). 3.71(3H.s). 

3 93C2H dd J=I1 2 17 1H«) 

4. 10C2H. dd. J=6. 3.16.9Hz). 

4.75UH, t.J=5.4Hz). 

4.91CIH. dd. J=7.8. 9.8Hz). 

5. 17C1H. t. J=8. 8Hz). 5. 40(1H. d. J=7. 8Hz). 

5. 62C1H. d. J=5. 4Hz), 6. 57C1H. d, J=8. 3Hz). 

6. 68C1H. d. J=7. 8Hz). 6. 82C2H, d. J=8. 8Hz). 

7. 13(2H. d, J=8. 8Hz), 7. 190H. t. J=8. 3Hz). 

10. 28C1H. s) 


1 8 

R* : 

(CH,) s CHCH:OCH,CO- 


FABHS(m/z):685[(M Ufa)* ] 
NMR(d.-DMSO) 6 : 

0. 81 (6H. d. J=6. 8Hz). 0. 87(6H. d. J=6. 9Hz). 
1.7-1. BOH. U, 2.7-2.9(4H.in). 
3, 1-S.SC4H. m). 8.5-3.7(4H.in). 

3 71 9. Qftfou Af\ 1=1 n ft 1R OK<y^ 

o. i i \oLiy sa o. oovzn, qu» j-iu. o, id. 3nzj r 

4.11(2H.dd. J=7. 3. 16.6Hz). 

4. 75C1H. t. J=5.9Hz), 

4. 92(lH,dd.J=7. 8.9.8Hz). 

5. 17CIH. d. J=9. 8Hz). 5. 40(1H. d. J=7. 8Hz). 

5. 6SC1H. d. J=5. 4Hz). 6. 57(1H, d, J=7. 8Hz). 

6. 68QH, d. J=8. 3Hz). 6. 82(2H. d. J=8. 3Hz). 

7. 13(2H. d. J=8. 3Hz). 7. 19(1H. t. J=8. 3Hz). 

10.2S(lH,s) 


1 9 

R« : 

CH,0(CHt) 8 0CH 2 C0- 


cup. : 104-105*C 

FABMS(m/z):689[(M fNa)* ] 

NMR(di-DUSO) 6 : 

2.7-2.8(2H.m). 2. 9-3. 0C2H. m). 

3.2K3H.S), 3.25(3B,s). 

3. 3-3. 7C12H. m). S.71(3H.s), 

4. 01(2H, dd. J=8. 8. 17. 1Hz). 

4. 15C2H. dd. J=7.3.17. 1Hz). 

4.75(lH.t,J=5.9Hz). 

4.91(lH,dd,J"7.8. 9.8Hz). 

5. 17C1H, t, J=9. 8Hz). 5. 420H. d, J=8. 3Hz). 

5. 64QH. d. J=5. 4Kz5. 6. 57(1H. d. J=7. 8Hz). 

6. 68(1H, d. J=8. SHz). 6. 82(2H. d. J=8. 8Hz). 

7. 13C2H. d. J=8.3Hz). 7. 19(1H. t, J=8. 3Hz). 

10.28(1H.S) 



[0.14 3] [^8] 



(19) ftH¥8-2 7 0 0 6 

35 36 



$4g (*04) 



m 


R* 




2 0 


CH.OCCHOtCO- 


m.p. : 120.5-122"C 
FABMS(m/z):629[OI +Na) 4 j 
NHR(d.-DMSO) 6 : v 

2. 43(2H. t. J=6. 9Hz). 2. 51C2H. t, J=6. 6Hz), 
2. 76C2H. n>. 2. 93C2H. m). 3.12(3H.s). 
3.21(3H,s). 3.4-3.56(6H.m), 3.63(lR,m). 

4.72QH. t.J=5.6Hz). 

4.90(lH.d<W=8.0.9.9Hz). i 

5.14UH, dd. J=9.3.9.6Hz). 

5. 39(1H. d. J=8. OHz). 5. 53C1H. d. J=5. 8Hz). 

6. 56QH. d. J=8. OHz). 6. 67(1H. d. J=8. 2Hz). 

6. 82(2H, ddd. J=2. 1 . 3. 0. 8. 7Hz) , 

7. IS(2H. ddd. J=2. 0. 2. 8. 8. 7Hz), 

7.!9QH.tJ=8.3Hz). 10.38OH.S) 


2 1 


CH,OCH(CR.)C0- 


FABMSCn/z):629[Q! +Na) 4 ] 
Mffi(d.-DHSO) S : 
1. 1-1.SC6H.b0, 2.7-2. 8C2H.n0. 
2. 9-3. 0C2H. n). 3. 15-3. 25(6H. m), 
3. 5-3. 6(2H. 5). 3.6-3.7(2H.ni). 
o. (Hon. Sa 6. o o. ilKtn. DU. 
4.74(lH.brs), 4. 97C1H. t, J=8. 5Hz). 
5. 22C1H. t. J=9. 6Hz). 5. 5-5. 6(1H. nO. 
5.66(lH.d.J=6.lHz). 
6.56(lH.dd. J=3.0.8. 2Hz), 
6.67(lH,dd.J=1.8.8.SHz). 
6.83(2H.d.J=8.7Hz), 

7. 14UH. d. J=7. 7Hz). 7. 16(1H. d. J=8. 5Hz). 
7.20OH. t.J=8.3Hz). 10.31(lH.s) 


2 2 


CH,0C(CH,),C0- 


PABMSCn/z): 657(01 +Na)* ] 
NMB(dj-DHSO) S : 

1.2K3H.S). 1.22C3H.S). 1.29(SK.s). 
1.3K3H. s). 2.79C2H. t. J=7.2Hz). 
2.96(2H.t.J=7.2Hz). 3.04(3H.s). 

3 ci 9 flf?H 

0. lDVOIlf oj* 0. U a. Okc.ru UL/, 

3.6-3.7(2H.m). 3.72(3H.s). 

4.72(lH.t.J=5.5Hz). 

4. 95(lH.dd.J=7.8,9.6Hz). 

5. 220H. t. J=9. 3Hz5. 5. 58(1H. d. J=6. 7Hz). 

5. 61 (3H. d. J=7. 8Hz). 6. 55C1H. d. J=8. 3Hz). 

6. 67(1H. d. J=8. 6Hz). 6. 83C2H. d. J*8. 6Hz). 

7. 16(2H. d. J=8. 6Hz). 7. 20(1H. t. J=8. 4Hz). 

10.30OH.S) 



[0 14 4] 



[*9] 



(20) #H¥8-2 7 0 0 6 

37 38 



5145 (*©5) 



I* 






2 3 


CH.CHsOCO- 


hp. : 117-119^ 
FABHS(m/z):601[(M +Na) + ] 
NMR(d,-DM$0)$: 

1. 15C3H. t, J=7. IHz). 1. 20(3H. t. J=7. 1Hz). 
2.76(2H,m). 2. 91 (2H, m). 3. 4-3. 8(4H. n). 

O* llvwil. S>y. 0.99 bV\HRt 111/. 

4.68(lH,dd.J=7. 8. 9.8Hz). 

4 74UH. t, J=4. 9Hz). 

4.94(lH,dd.J=8. 8. 9.8Hz), 

5. 43QH. d, J=7. 8flz). 5. 720H, d. J=5. 4Hz). 

6. 57C1H, d. J=8.-3Hz). 6. 65UH. d. J=8. 3Hz). 

6. 83(2H. ddd. J=2. 0. 3. 2. 8. 3Hz). 

7. 1S(2H, d. J=8. 3Hz). 7. 19(1H. t. J=8. SHz). 

10.2SC1H. s) 


2 4 


(CH.^CHCKiOCO- 


FABMS(m/z):657lCH +Ma) + ] 

NMB(d.-DMSO) 8 : 

0.80C6H. dd. J=2.0. 6.8Hz). 

0.87(BH.d.J=6.8Hz). 

1.84(2H.m). 2.79(2H.m). 2. 88C2H. m). 

3.4-8.75(4H.m). 3.70(SH.s). 

u. 1 J O. a tl V.*rll, 111/ . 

4.70C1H. dd. J=7.8, 9.8Hz). 

4.74QH.t.J=5. SHz). 

4. 96C1H. dd. J=8.8. 9.3Hz). 

5. 46C1H. d. J=7. 8Hz). 5. 72C1H. d. J=5. 9Hz). 

6. 57(1H. d. J=8. 8Hz). 6. 66(1H, d, J-8. SHz), 

6. 82C2H. ddd. 4=2. 0,2.9.8.3Hz). 

7. 13(2H. d. J=8. 3Hz), 7. 19(1H. t. J=8. 3Hz). 

10.25(1H.S) 


2 5 


Q-oco- 


FABMS(m/z):697[(M +Na)* ] 
NMB(d«-DMSO) 5 : 

2. 74(2H. t. J=7. 3Hz). 2. 99(2H. t. J=7. 3Hz). 

3.6-S.8(4H,m), 3.68(3K.s), 

4. 82C1H. t. J=5.9Hz). 

4. 86(1H. dd.J=7.8. 9.3Hz), 

5. 15C1H. dd. 4=8.8.9. 3Hz). 

5. 60(1H. d, J-7. 8Hz). 5. 97(1H, d. 4=4. 9Hz). 

6. 6K1H. d. J=8. 3Hz). 6. 71UH, d. J=8. 3Hz). 

6. 77C2H, ddd. J»2. 0. 2. 9. 8. 8Hz). 

7. 05(2H. ddd. 4=2. 0, 2. 9. 8. 3Hz). 

7. 1-7. 5(1 IK. m). 10. 25C1H. s) 
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ttttit 


2 6 

R* : CH,OCHiCH t 0C0- 


FABMS(ffl/z):661[0! +Na) + ] 
NHR(d«-DHS0)5: 

2. 7-2. 8(2H. a). 2. 9-3. 0(2H, m), 3. 21 (3H. s). 

3 26(3H s) 3 4-3 5(6H n) 3 6-3 7C2R m) 

3.71(3B.s>. 4.1-4.3(4H.m). 

4.70UH.dd,J=8.0. 9.8Hz). 

4. 74C1H. t. J=5. 5Hz), 4. 96(1H, t, J=9. 6Rz), 

5. 44(1H. d, J=8. OHz). 5. 74C1H, d. J=6. OKz). 

6. 570H. d. J=8. 3Hz). 6. 650H. d. J=8. 5Rz). 

6.83(2H.dd. J=2.0. 6.5Kz), 

7. 14(2H. d. J=8. 7Hz). 7. 19C1H, t. J=8. 4Hz). 

10.28OH.S) 


2 7 

R' • 

^-CHtOCONHCH 2 CO- 


FABMS(n/z):889[(M +Na)* ] 
NMB(d.-DHSO) 5 : 

2. 78(2H. t. J=6. 8Hz). 2. 98(2H. t. J=6. 8Hz). 
3.4-4.0(8H.m), 3.69(3H.s). 
4 73f1H t 1=4 QHri 

4.92(lH.dd. J=7.8.9.8Hz). 

4.98(2H.s). 5.05C2H.S). 

5.18(lH.dd. J=8. 8.9.8Hz). 

5. 44(lfL d, J=7. 8Hz). 5. 59(1H. d. J=4. 9Hz). 

6. 570H. d. J=8. 3Hz). 6. 690H. d. J=8. SHz). 

6. 80C2H. ddd. J=2. 2. 2. 9. 8. 8Hz), 

7. 14C2H. d. J=8. SHz). 7. 21(1H. t, J=8. 3Hz). 

7.30(10H.s). 7.50C2K.H). 10. 57C1H. broad) 


2 8 

R s : 

CH.SO.H • NH»CH«CO- 


FABMS(n/z):571[(M +Na) + ] 
NMR(d,-DHS0)5: 

S. 02C2H. t. J=7. 1Hz). 3.4-3.8(4H.ai). 
3.72(3H.s), 3.83(4H.m), 4. 30(2U broad). 
4. 96(lH,dd.J=8. 3.9.8Hz). 
5.28(lH,dd. J=8. 8.9.8Hz), 
5. 45C1H. d. J=7. 8Hz). 6. 61 (1H. d. J=8. 3Hz), 
6. 70(1H. d. J=8. 3Hz). 6. 83<2H. d. J=8. 8Hz), 
7. 16(2H. d. J=8. 8Hz). 7. 230H. t. J=8. 3Hz). 
8.30(6H.broad). 10. 46(1H. broad) 


* * [*1 1] 
H4S(*©7) 


s m. m 




2 9 

R* : -COCH,CH t COOH 


FABMS(b/z):657[(H +Na) * ] 

IRCNuiol) cm" 1 : 

3400. (broad). 3280. 1730. 1700. 1630 


3 0 

R» : -COCHjNHCDCH, 


FABHS(m/z):633[(ll +H ) * ] 

IR(Nujol) cm' 1 : 

3300. (broad). 1760, 1660.1630 


. 3 1 
R» : 

<Q-OCH,C0- 


FABMS0n/z):725[(y +Na) * ] 
IROfoiol) cm": 
3400. (broad). 1770. 1630 


3 2 

R' : 

Q-CH.CO- 


PABmS(B/z):693[(H +Na) * ] 
IR(Nujol) cm- 1 : 
3460.3180(broad). 1750. 1720, 1630 



[0 14 7] 
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HO 0 




HO— J 


)¥^y 




HO 


OR* 




R' 




3 3 


CH,C0- 


FABMS(m/z):511[(M +Wa) + ] 

NMR(d«-DMSO><y: 

1. 91(3H. s). 1.99(3H,s>. 

2.8-3. 0C4H. a). 3.4-3.8(4H.m). 

4.73(lH.t. J=5.9Hz). 

4. 86(lH.dd. J=8. 3, 9.8Hz). 

5. 09C1H. t. J=9. 8Hz), 5. 36C1H. d, J=7. 8Hz), 

5. 56C1H. t, J=5. 4Hz). 6. 57QH, d, J=8. 3Hz). 

6.67(lH.d.J'«.3Hz5. 

7.1-7.3(6H.m). 10. 26C1H. s) 


3 4 


CH»0CH t C0- 


n.p. : 100-102^ 
FABMS(m/z):571[(M +Na) + ] 

\ntDfA _timpa\ . 

2.8-3.0(4H.m). 3.26(3H.s), 

3.29C3H.S). 8.5-3.7(4H.m), 

3. 92(2H.dd.J=9. 3.16.6Hz). 

4. 08(2H.dd.J=9. 3.16.6Hz). 

4.75(lH,t.J-5.8Hz). 

4. 930H.dd.J=8.3,9.8Hz). 

5. 19C1H, t, J=9. 8Hz). 5. 43(1B. d. J=7. 8Hz). 

5. 64(ia t. J=4. 9Hz). 6. 57(1H. d. J=7. 8Hz). 

6. 68C1H. t. J=8. 3Hz). 7. 1-7. 3(6H. m), 
10.27OH. s) 
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(*©1) 



[0 14 9] 





HO 


0 










HO-C 

J— < 

<pR« 






HO i 


DR 1 


am 


R» 




3 5 


CH,0CHjC0- 


PABHSOa/z):587[01 +Na)» ] 

NMR(d.-DMSO) 5 : 

2.70(2H.m). 2. 89(211 m). 

3.26C3H.S). 3.29(3H.s). 

8. 4-3.8(4H.n>). 

3. 92C2H. dd, J=9.8.16. 6Hz). 

4. 07 (2n. dd. i=9. 0. 16. 8Hz.), 

4. 75(lH.t.>5.4Hz). 

4. 93(111 dd, J=8. 1.9.5Hz). 

5. 19C1H. dd. J =8. 8. 9.8Hz). 

5. 43(1H, d, J=7. 8Hz), 5. 64QH. d. J=5. 4Hz) s 

6. 57C1R. d. J=7. 8Hz). 6. 65(2H. d. J=8. 3Hz). 

6. 68C1H, d. J=8. 3Hz). 7. 00C2H, d. J=8. 3Hz). 

7.19(lH,t.J=8.3Hz).9.11(lH.s). 

10. 26(1H, s) 


3 6 


CB,CH s 0CH»C0- 


m.p. : 111-114. 5"C 
FABMS(ia/z):615[(B +Na)* ] 
NMR(d,-DHS0)<5: 

1. 07(3B. t. J=6. 8Hz), 1. 12CSH. t. J=6. 8Hz). 

2.70(2H.m). 2. 90(2H.n). 

3.3-3. 8C8H.uO. 

3.95C2H, dd. MO.0. 16.8Hz), 

4. lOlZn, dd. J-8. 8. 15. 6Hz). i 

4.75(lH,t.J=5.6Hz), 

4.9K1H. dd. J=8. 1.9.5Hz). 

5. 18C1H. dd. J=8. 8. 9.3Hz). 

5. 42(1R, d, J=7. 8Hz). 5. 630H, d, >5. 4Kz), 

o. 57UH. d. J=7. 8Hz). 6. 65(2H, d, J=8. 3Hz), 

6. 68(1H, d, J=8. 3Hz). 7. 00(2H. d. J=8. 3Hz). 

7.19(lH.t,J=8.3Hz).9.U(lH, s), 

10. 27C1H, s) 


3 7 


CH.CO- 


hp. : 141.5-143*C 
FABMS(n/z):527[(M +Na)* ] 
IRCNujol) cm"': 
3440(broad). 3240(broad). 1750. 1630 






* * mi 4] 






»6g (-&02) 




R' 




3 8 


C*H,0C0- 


a p. : 145-147. 5^C 
PABMSCm/z):587[CM tNa)* ] 
IRCNujol) cm" 1 : 
3400.3280.1770.1750.1630 



[0 15 0] 



40 [gl5] 



(24) 



#W¥8-2 7 00 6 
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mm 



Hp 0 
HO OR* 




R* 




3 9 


CH.CO- 


id. p. : 84-87"C 
FABMS(m/z):525[(M +Na) + ] 
NMR(d.-DMSO) S : 

1.9KSH.S). 2.00(3H.s). 2.25(3H.s). j 

2.78(2H,m). 2.89(2H.n), 

3. 4-3. 75(4H, a). 4. 73(1H. t. J=5. 6Hz). 

4.85C1H, dd.J=7. 8.9.8Hz). 

5. 09C1H. dd. J=8. 8. 9.8Hz). 

5. 35QH, d. J«7. 8Kz). 5. 56(1H. d. J=5. 4Hz). 

6. 57(1H, d. J=8. 8Hz). 6. 67UH. d. J=8. 3Hz). 

7. 06(2H. d. J*8. 8Kz), 7. 1 1 (2H. d. J=8. 8Hz). 

7. 18C1H, t. J=8. 3Hz). 10. 28(1H. s) 


4 0 


CH.OCHsCQ- 


FABMS(m/z):585[(M tNa)* J 
NMR(d,-DMS0)5: 

2.25C3H.S). 2.77(2H.m). 2. 93(2H. n). 

3.26(3H,s). 3.29(3H.s). 

3.4-3.8(4H,n). 

3. 92(2H,dd. J=9.5,16.9Hz). 

4.07(2H. dd. J=8. 0.16.9Hz). 

4.75(lH,tJ=5.4Hz). 

4. 92(lH,dd.J=7.8. 9.8Hz). 

5. 19C1H. dd. J=8.8. 9.8Hz). 

5. 43C1H. d. J=8. SHz). 5. 64C1H. d. J=4. 9Hz). 

6. 57CIH. d. J=8. SHz). 6. 68(1H. d. J=8. 3Hz). 

7.06(2H,dd. J=2. 4. 8.8Hz). 

7.11(2H,dd.J=2.9. 8.8Hz), 

7.19UH,t.J=8.3Hz). 

10.27(lH.s) 



[0 15 1] 
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45 

SI8S 




HO 0 








HO 


OR' 




R' 




4 1 


CH.C0- 


hp. : 106-lorC 
FABMS(m/2):525[(H +Na)* ] 
NMS(d.-DUSO) S : 

1.9K3H.S), 1.99(3Hs). 2.27(3H.s). 

2.7-2.8(2H.m), 2. 9-3. 0(2H, m). 

3.4-8.5(2H.jD. 8. 6-8,8C2H,m). 

4. 72C1H. t. J=5.8Hz>, 

4. 86QH.dd. J=8. 0.10. OHz). 

5. 09UH. t. J=9. 4Hz). 5. 34(1H. d. J=8. OHz), 

5. 56C1H. d. J=5. 6Hz). 6. 57C1H. d. J=8. 1Hz). 

6. 680H. d. J=8. 2Hz). 6. 9-7. 0(3H. m). 

7. 15C1H. t, J=7. 5Hz). 7. 19{1H. t. J=8. 3Hz). 

10.30CIH. s) 


4 2 


f H.fU-firW.f.n- 


rntmo\WZ/ . OloL V.M tWI/ J 

NJJR(d,-DMS0)S: 

1. 07C3H. t, J-7. OHz). 1. 12C3H. t. J=7. OHz). 

2.27C3H.S). 2.7-2.8(2H.m).^ 

2.9-3.0(2H.m). 3. 4-3. 6(6H. id). 

3. 6-3.7(2H.m). 

3. 95(2H,dd.J=15.0.16.8Hz), 

4. 09(2H.dd.J=ll. 5.16.8Hz). 

4.75(lH.t.J=5.5Hz), 

4.92ClH.dd.J=8.0.9.7Hz). 

5.18(lH.t. J»9.3Hz). 

5. 42C1H. d. J=7. 9H2). 5. 630H, d. J=5. 5Hz), 
6. 58C1H. d. J=8. 2Hz). 6. 69(1H. d. J=8. 4Hz). 
6. 98C1H. d. J-7. 8Hz). 7. 0-7. 1 (2H. m). 
7. 150H. t. J-7. 4Hz). 7. 19(1H. t. J=8.3Hz). 
10.30C1H.S) 



[0 15 2] 
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YO 

CP 55 
HO— [L^ 


0 






4 8 

Y : CH,C0- 
R':CH,C0- 


FABMSCm/z) :587/589[CM +Na) + ) 

NMR(d«-DMS0)(5: 1.90(3H,s). 2.00(3H.s), 

2.05(3H.s). 2.82(2H.m). 2.98(2H,m). 

3. 47-3. 77(4H. m), 4. 75(1H. t. J=5. 7Hz), 

4.88(lH.dd,J=7.9.9.9Hz). 

5. 12QH. dd. J=9.3. 9.6Hz), 

5. 51 (1H. d. J=8. 0Hz). 5. 59C1K. d. J=5. 6Hz). 

6. 88(1H. d. J=8. 1Hz). 7. 16(1H. d. J=8. 1Hz). 

7. 26C2H. ddd. J=2. 1, 2. 2. 8. 7Hz). 

7. 34C2H. ddd. J=2. 1.2.3. 8.6Hz).. 

7.45(lH.t. J=8.3Hz) 


4 4 

Y : H- 
R'rCHaCO- 


nup. : 119-120. 5"C 

FABHS(ia/z) :545/547[(H +Na) * ] 

NMR(d.-DMSO) 6 : 1.92(3fts). 2.00(3H.s). 

2.83(2H.ffl). 2.95(2H.m). 3.45-3.76(4H.a0. 

4. 73C1H. t. J=5. 6Hz). 

4. 85(lH.dd.J=8. 0.9.8Hz). 

5. 09QH. t. J=9. 4Hz). 5. 36(1H, d, J=8. OKz). 

5. 55UH, d. J=5. 6Hz). 6. 57(ln. d. J=8. 2Hz). 

6.68(lH,d,J=8.5Hz). 7. 19(IH. t. J=8.3Kz), j 

7.26(2H.dd.J=2. 2. 8. 6Hz). 

7.32(2H.ddd. 1=2.1.2.2, 8.6Hz). 

10.28OH.S) 


4 5 
Y : H- 

R':CH,0CH t C0- 


FABMS(n/z):605/607[(y +Na> * ) 

NMRCd.-DMSO) <5 : 2. 82(2H. m). 2. 97C2H. m). 

3.26(3H,s). 3.29(3H.s). 3. 47-3.77(4H. o). 

3. 93(2H.dd,J=14. 1.16.9Hz), 

4. 07C2H. dd. J=8. 7. 16. 9Hz). 4. 75C1H. t. J=5. 6Hz). 

4. 92(1H. dd, J=8. 0. 9. 8Hz). 5. 19(1H, t. J=9. SHz) , 

5. 43C1H. d, J=8. 0Hz). 5. 64(1H. d. J=5. 5Hz). 

6. 57C1H. d. J=8. 2Hz). 6. 68C1H. d. J-8. 2Hz). 

7.19(lH.t J=8.3Hz). 

7. 26C2H. ddd. J=2. 1.2. 4.8.7Hz), 

7. 31C2H. ddd. J=2. 0. 2. 2. 8. 7Hz). 

10.29OH.S) 
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YO 

HO— jUA 
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u -^x 
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tt it m 


4 6 

X : CH.COO- 
Y : H- 
R , :CH,C0- 


a p. : 127-129"C 

FABMSOa/z):569[(H +Na)* ] 

NMR(d.-DMSO) 6 : 1. 91 (3H. s). 1. 99C3H. s). 

2. 24(3H, s). 2. 85C2H. n). 2. 95(2H. m). 

3.4-3.8(4H.m). 4.730H, t, J=5. 4Hz). 

4. 86C1H. dd. J=8. 3.9.8Hz). 

5.09OH. dd. J=8. 8.9.8Hz), 

5. 36C1H. d. J=7. 8Hz>. 5. 560H, d. J=5. 4Hz). 

6. 57C1H. d. J=7. 8Hz). 6. 67(1H. d. J=8. 3Hz). 

7.01(2H,ddd.J=1.7.2.7,8.3Hz). 

7. 19C1H. t. J=8. 3Hz). 7. 26(211 di J=2. 0. 8. 3Hz). 

10.27C1H.S) 


4 7 

X : CH,CH,0CO0- 

V II 

Y : H- 
R':CH,C0- 


FABWSCn 
NU8(d,- 
1.9K8H 
2.96C2H 
4.73C1H 
5.09(11 
5.56(11 
6.67(11 
7. 19(1H 
10.27(1 


/z):599[(li W ] 

DMS0)£:1.28(3H.t.J=7.1Hz). 

,s),1.99(3H.s).2.85(2H.ni). 

. in), 3. 4-3. 8(4H. n). 4. 23(2H. q. J=7. 1Hz). 

. t. J=5. 4Hz), 4. 86(1H, dd, J=7. 8. 9. 8Hz) , 

. dd. J=8. 8. 9. 8Hz). 5. 36(1H. d. J=7. 8Hz). 

.d,J=5.4Hz). 6.57(lH,d,J=8.3Hz). 

,d,J=8.3Kz), 7.11(2H.d.J=8.3Hz>. 

,t,J=8.3Hz). 7.28(2H.d,J=8.3Hz). . 

H.s) 


4 8 

X : CH,CH t 0C00- 
Y :H- 

R'lCHjOCHtCO- 


FABMS(m/z):659[(M tNa)* ] 

NHR(d.-MlSO) 6 : 1. 28(3H, t. J=7. 1Hz). 

2. 84(2tL m). 2. 98(2H. m). 3. 26(3H, s). 3. 29(3H. s). 

3. 4-3. 8(4H, m). 3. 92(2fl. dd. J=9. 5. 1 6. 8Hz). 

4. 08(2H dd. J=5. 9. 16. 6Hz). 4. 23(2H. q. J=7. 1Hz), 

4. 75UH. t. J=5. 6Hz). 4. 93C1H. dd. J=7. 8, 9. 8Hz). 

5. 19UH. dd. J=8. 8. 9. 8Hz). 5. 43(1H, d. J=7. 8Hz). 

5. 640H. d, J=4. 9Hz). 6. 57(1H. d. J=8. 3H2). 

6.68(lH.d,J=8.3Hz). 

7. ll(2Hddd.J=2. 0.2. 7.8.3Hz). 

7.19(lH.t.J=8.3Hz). 7. 27(2H.dd.J=2. 0.8.8Hz). 

10.28(IH, s) 
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4 9 
X : CH.O- 
Y : 

^-CH^CO- 
R\- 

£3-CH,0C0- 


FABMS(n/z):859[0i! +Na)* ] 

NMR(d.-DJISO) 5 :2. 7-3. 1(4H, o). 3. 5-3. 8(4H. m). 

3.65(3H.s),4.77(lH.t. J=5.2Hz). 

4. 78C1H. dd. J=7. 9, 9. 8Hz). 5. 0-5. 2(511. m) 

5. 23(2H. s). 5. 64QH. d. J=7. 8Hz). 

5.80(lH.d. J=6.0Hz). 

6. 78(2H. dd. J=2. 2. 8. 8Hz). 7. 06(1H. d. J=8. 4Hz). 
7. 09(2H. d. J=8. 8Hz). 7. 18(1 H, d. J=8. 4Hz). 
7. 25-7. 4305H, m). 7. 49(1H. t. J=8. SHz), 


5 0 

X : CH,0- 
Y : CH,- 
R':CH,CO- 


FABMS(ta/z):555[(M fNa)* 1 j 

NMR(di-DtiSO) 5:1.91 (3H, s), 

2. 00(3H. s), 2. 7-3. 0(4H. m). 3. 5-3. 7(4H. m). 

3. 7K3H, s). 3.72(3H. s). 4. 74(1H. t. J=5. 8Hz), 

4. 84(IH. dd. J=8. 0. 9. 9Hz). 

5. 08QH. dd. J=9. 3. 9. 6Hz). 5. 34(1H. d, J=8. 0Hz). 

5.56C1EL d. J=5.6Hz). 6.77(lHd. J=8.3Kz), 

6. 83(211 dd, J=2. 1. 8. 7Hz). 6. 84(1H, d. J=8. 5Hz), 

7.l3(2H.ddd. J=2. 1.2.9.8.7Hz). 

7.32(lH,t.J=8.4Hz) 


5 I 

X : CH,0- 
Y : CH,- 
R'iCH.OCH^CO- 


FABMS(m/z):615[(H +Na)* 1 
NMRCd.-DMSO) :2. 75C2H. m). 
2. 84(2H m). 3. 27(3H, s). 3. 29(3B, s), 
3.4-3. 8(4H,m). 3. 71(6H.s), 

4. 06(2H, dd, J=14. 8, 16. 8Hz). 4. 760H. t. J=5. 7Hz) 

4.9K1H. dd. J=8.0. 9.9Hz). 

5. 19(1H. dd. J=9. 2, 9. 6Hz). 5. 42(1H, d. J=8. OHz), 

5. 64(1H, d, J=5. 5Hz). 6. 78(1K. d. J=8. 3Hz). 

6. 83(2H. ddd. J=2. 2. 3. 0, 8. 8Hz). 

6.85(lH.d. J=8.2Kz). 

7. 12(2H, ddd. J=2. 0. 2. 9. 8. 7Hz). 

7.33CIH. t. J=8.4Hz). 



[0 15 5]SiSM5 2 

(1) 4-*h*->-6' -tFD+->-2' - (4. 
6-0-^>y'Jf>-5-D-^t7y->M+ 30 

-» ^th*D*;pn>i. 5g, *<.>i?)itt~>mm!7 

D U K 2 . 0 g«fc Digital 1 - (1) <!:ll«|{rLT4 
-^h*->-6' -tFD+y-2' - (2. 3--J- 

>-/3-D-^;mtf7 / vMP** -» ^kFnMn 
> 0 . 9 0 g LT#5. 
[0156] (2) ±I2©4-*h*->-6' -tHD 
*->-2' - (2, 3-^-0-^>^)^*->7-fe5 1 

;v-4, 6-o-^>^ux>-/3-D-^ntr7y 

2 0ml. RS20mlfc^U 10%rt7i?V&- 

T*ss■r5^:^:^;i0 4-/^+->-6■ -kKn*-> 

-2' - (2, 3-5?-0-t FD*->7-fe3 1 ;l'-j3- 



D-^;VnkT7>'->;i:^>') ^tFDMa>4 6 0 
[0 15 7] gjg095 3 

4-*h*->-6' -tFn^-2' -8-D->f)l 
n\f.=yj ->;i^*->i>t:.F uijJUn > 1 . 3 0 g £tf U 

ho. 90g^3o ftmfrttxffirtz. 2 bunk 

*OVh^7^- (&&: irOD^A//*/- 
)W TSS-T-5iltfcJ:?)4-^h+->-6' -tHD 
2 ' - (6-0— *>»Af*-0-D-$W3K 

[0 15 8] 
[£2 0] 



(29) 
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m\ is 


R* 0- 


-^C^XOCH, 

re. 






8 ik &l 


j • «& & ffi 


5 2 

R«: H- 
R'rHOCHiCO- 


id. P. : 132-134*C 
FABHS(Bi/z):573tai +Na)* ] 
NHR(d.-DMS0)<5: 
2.7-2.8(2H.ni), 2.9-3.0C2H.KI). 
3.4-3.5(2H.m), 3. 6-3. 7(2H. m). 
3.7K3H. s). 

3. 90 (2H. ddd. J=5. 7. 10. 5, 16. 9Hz), 

4. 04C2K. ddd, J=6. 7, 1 1. 1, 17. 5Hz). 

4. 73 (IK. t. J=5.7Hz). 

4.89C1H. dd. J=8.0. 9. OHz). 

5. 15(1H. t. J=8. 5Hz). 5. 4-5. 5(3H. m). 

5. 60C1H. d. J=5. 6Hz). 6. 57C1H. d. J=8. 2Hz). 

6.69(lH.d. J=8.3Hz). 

6.82(2H. dd. J=2. 1. 8.7Hz), 

7.15(2H.dd. J=2.1,8.7Hz). 

7.20OH. t.J=8.3Hz). 10.38(lHs) 


5 3 

R'tQ-CO- 
R': H- 


FABMS(m/z):561[(M Ma)* ] 
NHR(d«-DMSO)<?: 
2.7-2.8(2H.n). 3. 1-3. 4(5H. a). 

o.lv\fin,$), <S. O S. SUIt, ID/. 
4.27UH.dd.J=7. 3.11.7Hz). i 
4. 60C1H. d, J=10. 3Hz). 5. OKlH. d, J=6. 8Hz). 
5.26(lH.d.J=4.4Kz). 5.36(IH. d, J=4. 9Hz). ! 
5. 40C1H. d. J=4. 9Hz). 6. 52C1H, d, J=8. 3Hz). 
6. 68C1H, d. J=8. 3Hz). 6. 79(2H. d. J=8. 8Hz). 
7. 0-7. 1 OH. m). 7. 13(2H, d, J=8. 8Hz). 
7. 5-7. 7(3H. m). 7. 95(2H. dd. J=l. 5. 6. 8Hz). 
10.86QH.S) 



[0 15 9] Sig095 4 

4-*b*~>-6' -th'D^-2' -8-D-?)l 
n / -»^+->^k H njj)Vzi > 1 . 0 g £ tf U 3> 
>2 0mll;S»l, «l*KK5ml*iD^5. giST 
2BP^^m SMSU 82£fcH^X3Mk HifimSrJni 

& : a n ft/p A/&l£x3M» TStS-f-S ^ t tck 0 

4-*h*->-6' -7-feh*v-2' - (2. 3. 
4. 6-xh7-O-7-t^-0-D-^ntf7/ 
•>W» xtfDM3>l. 2 1g£Sfi&*£ 
LT#5. ^aWx-^fi^l 23?!2«©aDTifc£. 
[0 16 0] S£095 5 

4-*h*->-6' -tHD+->-2* -e-D->f)l 
nbf7y->;^^v-^kHD*;i,n>8 6 9mg£tfU 
^>10ml izmmL, *ftit#T, ;* n 



U H 1 . 3 0 g £ HTT £. gi&T 2 f$WE&&> 

u omi icwrr*. iw»**^ 

h U £ A 8 4 0 m g Sim A. gi&T? 3 0 ftffitm& » 
ex?)H 0 0ml ^«Mfc**JWr*. 

*», ttMMi. 5iiu'5«*«rr«. a«s3/»j* 
T^©-rs^tic<ti9 4-^ h+->-6' 

-fch'O+^-2' - (2, 3. 4. 6-f h7-0- 

/ h *->7-fe^;w- /3-d - ioio 1 7 y ->;p:t*-» 

3?tHO**3>8 8 2mg£$j|fiilfpRfeiLT# 
47 S. f&SWx-^ttJgl 2«|2©oaOT^5. 
[0 16 1] 
[H2 1] 
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57 



58 







YO 0 


R 1 0- 


rP*r — "~~Tpl 
) — QO 


R 1 ( 


y or' 


tt m m 


«i a © 


5 4. 

Y : CH.CO- 

R' ~R*: 
CHiCO- 


m.p. : 60-63*C 
FABMS(ra/z):667[(M +Na) + ] 
NMR(d,-DMS0)<5: 

1.94C8R.8). 1.97C8H.S). 2.01(6H,s), 

2.0SC3H, s). 2.75(2H.m). 2.89(2H,m), 

3.7K3H.S). 4.06-4.31(3H.nO. 

5.01(lH.dd.J=9.3. 9.8Hz), 

5.06(lH,dd. J=8.2.9.8Hz). 

5.41(lH,dd, J=9. 3. 9.8Hz), 

5.63(lH.d.J=7.8Hz). 

6. 84C2H. ddd. J=2. 0. 2. 9, 8. 8Hz>. 

6. 93C1H, d. J=8. 3Hz). 7. 10(111 d. J=7. 8Hz). 

7. 14C2H. d. J=8. 7Hz). 7. 48(1H. t, J=8. 3Hz) 


5 5 

Y :H- 

R« ~R«: 
CH,OCH«CO- 


FABH$(m/z):745[(M +Na>* J 

MllDr.il IMICn\ JC- 

2.6-3. K4H.m), 3. 25(38, s). 3.27(3H.s). 
3.28(6H.S). 3.32(3H,s), 3. 25-3. 9(9H, m). 
4.33(2H.m), 5. U(2Hni). 
5.53(lH.dd. J=9.3.9. 8Hz). 
5. 58C1K. d. J=7. 8Hz>. 6. 60(lfi d. J=7. 8Hz). 
6. 62QK. d, J=8. 3Hz). 6. 83C2H. d. J=8. 8Hz>, 
7. 13C2K. d. J=8.8Hz). 7. 21 UK. t. J=8.3Hz). 
10.25OH.S) 



[0 16 2] §gig095 6 

(2, 3->J-o-^>>?d+->*;^-;I/-3-d- 

*ku s»5m i cawuaaT. wmm 1 8mg 

m (5ml -5ml) fcjgflrT-S. 10%rt9WJ»- 

is-r^iitCcto. 4-^h=^ l v'-6• -tHD*->- 

2' - (4, 6-S?-0-7-fe^-/5TD-'^3K 
y/'»V^-» ^kHDM3>2 5 lmg£a6tt 

LT#5. 40 
[0163] m. p. : 1 08~1 1 2"C 
FABMS (m/z) : 5 1 9 C (M+H) * ) 
NMR (d 6 -DMSO) 6:1. 94 (3H, s) , 



2. 05 (3H, s) , 2. 83 (2H, t, J=7. 
1Hz) . 3. 18 (2H, m) , 3. 3 2 (1H, 
m) , 3. 5 3 (1 H, m) , 3. 7 1 (3H, s) , 

3. 9 0 (1 H, m) , 3. 9 6 (1 H, d d, J = 

2. 2, 12. 4Hz) , 4. 09 (1H, dd, J = 
5. 7, 12. 0Hz) , 4. 69 (lH/dd, J = 
9. 5, 9. 8Hz) , 5. 08 (1H, d, 5 = 7. 
8Hz) , 5. 47 (1H, d, J = 5. 7Hz), 
5. 58 (1H, d. J = 5. 6Hz), 6. 57 (1 
H, d, J = 8. 1Hz) , 6. 66 (1H, d, J = 
8.1Hz), 6. 82 (2H, ddd, J = 2. 1, 

3. 0, 8. 7Hz) , 7. 16 (2H, ddd, J = 
2. 0, 3. 0, 8. 6Hz) , 7. 2 4 (1H, t, 
J = 8. 3Hz) , 10. 8 2 (1H, s) . 

[0 164] m&ms 7~5 9 

sects 6tmmzLx*i%rr2>mm.'£®ifr*>mi 3 

[0 16 5] 
[*2 2] 



(31) #W¥8-2 700 6 
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%\ 3g (*©1) 




R> 0- 






R' ( 






R' ~R" 


& & tt 


5 7 


CH.0CH.C0- 


FABUSCm/z):579lCM+H) * ] 
NMR(d,-DMSO) 6 : 

2. 83(2H. t. J=7. OHz). 3. 18(2H, t. J=7. OHz). 

3.25C3H.S). 3.32(3H.s).3.33ClH.m). 

3. 55C1K. m). 3. 71 (3H. s). 3. 83C2H, d. J-1GL 7Hz) 

4.0K2H.d.J=16.7Hz), 4.0-4. l(2H,m). 

4. 22C1H. m), 4. 75(1H, dd. J=9. 5, 9. 9Hz). 

5 iinR a 1=7 PH7i r «tt(iH ii m 7Ht"> 

«J* X 1 VIA. U. v f. tfll£/r 9. t/tflifl. 12. o U. 1 ITZ/ 

5. 61 (lit d. J=5. 7Hz), 6. 570R. d. J=8. 1Hz). 

6. 66C1H, d. J=8. IHz). 

6. 82(211 ddd. J=2. 1. 3. 0. 8. 7Hz) 

7. 16C2H. ddd. J=2. 0. 2. 9. 8. 7Hz). 

7. 24C1H. t. J=8. 3Hz). 10. 80(1H. s) 


5 8 


CsHsOCHtCO 


FABHSCm/z) : 629 [ CK+Na) * ] 
NMR(d.-DMSO)d: 

1. 08C3H. t. J=7. OHz). 1. 13C3H. t. J=7. OHz). 
2. 83(2H. t. J=7. 5Hz). 3. 18(2H. t. J=7. 8Hz) 
3.3-3.6C6H.B). S.71C3H.S). 3. 9-4. l(2R.ni). 
3. 96C1H. d. J=16. 7Hz). 4. 03(1H. d. J=16. 7Hz). 
4. 12C2H. s). 4. 20(1H. dd. J=5. 4. 12. 2Hz). 

4 7^(1H Hri J=Q ft 4 7Hil 5 llflH H-J=7 RIM 
5. 52C1H. d. J=5. 6Hz). 5. 60( 1H, d, J=5. 7Hz). 
6. 57C1H, d, J=7. 7Hz). 6. 66GH. d. J=8. 1Hz) 
6. 82C2H. ddd. J=2. 1. 3. 0. 8. 7Hzj. 
7.16(2H,ddd,J=2.1,2.9.8. 7Hz). 
7. 23C1H. t. J=8. 3Hz). 10. 80(1H. s) 


* * \M2 3] 
Hi 3g (*©2) 




R« ^R* 


ft fit 


5 9 


dHsOCO- 


m. p. : 89.5-92 *C 
FABMS(m/z):601[(M+Na) * ] 
NMRCd.-DllSO) 8 : 

1. 17C3H, t, J=7. 1Hz), 1. 23(3H. t. J=7. 1Hz). 

2.83(2H.t.J=7.0Hz), 3. 17(2H.m). 3.31(lH.m) 

3.54(lH.ii). 3.7K3H.S). 3. 97C1H. m). 

4. 06C2H. a. J=7. 1Hz). 4. 1-4. 2(4H. m). 

4.50(lH,dd.J=9. 6.9.8Hz), 

5. 10UH, d. J=7. 9Hz). 5. 57(1H, d, J=6. OHz) 

5. 62(1H, d, J=5. 7Hz). 6. 57UH. d. J=8. 1Hz). 

$.65(lH.d.J=8.IHz). 

6. 82(2H, ddd. J=2.1, 3.0,8.8Hz), 

7.16(2H.ddd.J=2.0.3.0.8. 7Hz). 

7.22UH.t.J=8.SHz). 10.83(lH.s) 



[0 1 6 7] SJi§096 0 40 [0 1 6 8] $£f»&5 2 5mg tH)l#1> ! Jn*ri' 
4-;*h*->-6' -th'n+->-2' -p-D->f)l 7xr*77->3 5 9mgStTU>?>3 Oml \Z&M 
=Hf7y->;^+->vtHn*;l'3>9. 22g£7-fe LMffiTl 5mimm&'&. N. N-fX (2-**7 
h>5 Oml iCjgfl. IfcKfcUSAl 4. 64g£in - 3 -***V*'J 5*=*) *X7^ >g£^ □ U H 6 3 6 
AWTF. ^>^^D> H4. 3 6g*«TT*. * mg£ftl*S. -WttfcTWMI, «BIW«**^ 

ft, ttftftgjK*ff$-r«. mt*i'»iJ*fWJ5J>ir -*h*->-6' -^>>?n*->-2' - {6-0- 

(^SE: ^DD*;VA/^^y-;P) (n-#;vjiM>s>d*-» -l-7xxjkt7x;ki 
7f«m ffili^-'f V7*n e/lo:-x;W: D»i - 0 - D - £5 / vk H n^;pn > 

flltefe©*«^S8. 6 2g^#5. 50 4 5 6mg$ifiiStti!tLTf5. 



61 

[0 16 9] 

FABMS (m/z) : 828 [ (M+Na) ♦ ) 
NMR (de -DMSO) 6:2. 7 8 (3H, m) , 

2. 9-3. 4 (6H. m) , 3. 6 5 (1H, m) , 

3. 68 (3H, s) , 4. 11 (1H, dd, J = 

7. 5, 11. 8Hz), 4. 2 9 (1H, m) , 4. 
38 (1H, d, J = 10. 6Hz) , 4. 93 (1 
H, d, J = 7. 7Hz) , 4. 96 (2H, s) , 
5. 04 (2H, s) , 5. 22 (1H, d, J = 5. 
0Hz), 5. 3 1 (1H, d, J = 3. 8Hz), 
5. 33 (1H, d, J = 3. 6Hz) , 6. 74 (2 
H, d, J = 8. 7Hz), 6. 7 5 (1H, d, J = 

8. 5Hz), 6. 84 (1H, d, J=8. 5H 
z) , 7. 0 7 (2H, d, J = 8. 6Hz), 7. 2 
- 7. 4 (1 6 H, m) , 7. 7 6 (1H, d, J = 
8. 4Hz) . 

[0170] w&we 1 

4-^h^->-6' -Oi?U*r5s-2' -{6-0- 
CN- (*;^^>s?n+-» -L-yx.-)V7y- 

n>877mg£\ X^;-;l^-f h7tl<D75>I 
& (14ml -6ml) 



(32) #i?8-2 7 00 6 

6' -tHP+->-2' - [6-0- (L-7i^7 
*)Vn> . m^^4 9 5mgS^ei»*tH 
[0 17 1] 

FABMS (m/z) : 6 04 ( (M+Na) ♦ ) 
NMR (de -DMSO) 5:2. 8 3 (2H, t, J 
= 7. 2Hz) , 3. 0-3. 4 (7H, m) , 3. 7 
0 (1 H, m) , 3. 7 1 (3H, s) , 4. 18 (1 

10 H, dd, J = 6. 3, 12. 3Hz), 4. 3 0 (1 
H, t, J = 6. 1Hz) , 4. 42 (1H, d, J = 
10. 9 Hz) , 5. 0 1 (1H, d, J = 7. 5H 
z) , 5. 35 (1H, d, J=4. 1Hz) , 5. 3 
8 (1H, d, J = 5. 4 Hz) , 5. 4 2 ( 1 H, 
d, J = 5. 3HzO , 6. 52 (1H, d, J=8. 
1Hz), 6. 7 1 (1H. d, J = 8. 4Hz), 
6. 8 2 (2H, ddd, J = 2. 1, 3. 2, 8. 7 
Hz), 7. 1-7. 3 (8H, m), 8. 58 (3 
H, broad) , 10. 87 (1H, s) 

20 SlitW6 2~6 7 

Sii096 0, 6 l-tH«fcUT»«r*JWHI:*«*6 

[0 17 2] 
[*2 4] 



(33) #H¥8-2 7 0 0 6 

63 64 



m Am. (*© 1 ) 



YO 0 

y 

HO OH 


saw 




6 2 

R 1 : 
-COCHNH-Cbz 
CH(CH,)i 
( L-flO 

Y : 

Q-ra«- 


PABHSCm/z):758[CH+H)* ] 
HMR(d,-DMS0)<5: 

0. 76C3H. d. J=6. 9Hz). 0. 79C3H d. J=6. 9Hz). 

1.97C1H.B). 2.78(2H.t.J=7.4Hz), 2. 9-3. S(5H. m). 

8. 62C1H. m). 3. 69(3H. s). 3. 95C1H. dd, J=6. 1. 8. 0Hz) 

4. 05(lH.dd,J=7. 5.11.8Hz). 4.35(lH.d.J=10.7Hz) 

4. 94C1H. d, J=7. 6Hz), 5. 02C1H, d, J=12. 9Hz). 

5. 05(lH.d.J= 12.6Hz). 5.09C2H.S). 

5. 21 C1H. d. J=5. 0Hz). 5. 28C1H d. J=5. 3Hz). 

5. 80C1H. d. J=5. 6Hz). 6. 75(2H dd. J=2. 1, 8. 7Hz), 

6. 82(2H, d, J=8. 5Hz), 7. 08C2H. dd, J=2. 8. 8. 6Hz). 

7. 27UH. t. J=8. 5Hz). 7. 3-7. 4(1 OH. m). 

7.62(lH.d,J=8.2Hz), 


6 3 
R' : 
-COCHNH, -HCL 
CH(CH,), 
( L-flO 

Y : H- 


FABHS(n/z):55S[CU+Na) ♦ ] .534[(M+H) * ] 
NMR(d,-DMS0)5: 

0. 86(6H. d, J=7. 0Hz). 2. 11 ClIL m). 

2. 82(211 t, J=7. 5Hz), 3. 17(2R, t. J=7. 5Hz). 

3.2- 3.4(3H,iO. 3.70(lH.in). 3.71(3H.s) 
3.85(lH.d.J=4.4Hz). 4 22(1H. dd. J=7. 0. 11.7Hz) 
4. 41 (IK. dd, J=l. 8, 12. 1Hz), 5. 03(1H. d. J=7. 7Hz). 

5. 3- 5. 5(3H, broad). 6. 58(1H. d. J=8. 4Hz). 
6.68(lH,d, J=8.4Hz), 

6. 82C2H. ddd. J=2. 0. 2. 9. 8. 8Hz), 

7. 16(2H. d. J=8. 4Hz). 7. 21 (1H. t. J=8. 2Hz). 

8. 50(3H. broad). 10. 89(1H. s). 



[0 17 3] [S2 5] 



65 



[0 174] 



(34) 
4£ (*©2) 



#H¥8-2 70 0 6 



66 



nit® 


i fttttt 


6 4 

R' : 

-COCHNH-Cbz 
1 

( L-m 

Y : 
Q-CH,- 


FABHS(m/z):749[(H+Na) * ] 
NHR(d.-DMS0)5: 

0. 69C3H. t. J-7. 4Hz), 0. 75(3H. d, J= 6. 9Hz). 
1. 13aH.nO. 1.30(lR,m). 1.73(lH.m). 
2.78(2H,t.J=7.5Hz). 2. 9-3. 3(5H.m), 3. 62(lH.m). 
3.69(3H.s). 4.00(2H.m). 4. 38(1H. d. J=10. 7Hz). 

J ni/ilr j t wm pvti \ ^ n4 /«it j r 4A ah N 

4. 94C1H. d. J=7. 7Hz). 5. 01C1H. d, J=12. 8Kz), 

5.05C1H. d. J=12. 5Hz). 5.09(2fLs). 

5. 21 (1H. d. J=4. 9Hz). 5. 28(1H, d. J=8. 3Hz). 

5. 30C1H. d. J-5. 8Kz), 6. 75(2H. dd. J=2. 1. 8. 7Hz). 

6. 82C2H, d, J=8. 5Kz). 7. 08(2H. d, J=8. 6Hz), 

7.27(lH.t.J=8.4Hz). 7.35(10H.ib). 

7.65(lH.d. J-8.IH2), 


e 5 

R ' : 

• 

-CQCHNH* • HCL 
CHi~CH~C2Hs 

( L-m 

Y : H- 


FABHS(B/z):548l(MtH)* ] 
NHR(d,-DMS0)<5: 

0. 74C3H. t. J=7. 4Hz). 0. 81 (3H. d. J=7. 9Hz). 
l.l8(lH.m), 1. S7ClH.nO. 1.85(1H.1>. 
2. 82C2H. t. J=7. 5Hz). 3. 18(2H. t, J=7. 5Hz). 
3.2-3.4(SH.n). S.69(lH.u). S. 71C3H. s) 
3. 90(1H. d. J»4. 0Hz). 4. 17(1H dd, J=6. 9. 11. 9Hz) 
4. 43C1K. d. J=10. 5Hz). 5. 03C1H. d. 1=1. 7Hz). 
5. 36C2H. broad). 5. 42(1H. d. J=5. 1Hz). 
6. 58C1H. d. J=8. 1Hz). 6. 67C1K. d. J=8. 1Hz). 
6.82(2H.dd. J=2. 1.8.7Hz). 
7.15(2H,d,J=8.7Hz). 7. 22UH. t. J=8. 3Hz). 
8. 50 (3H. broad). 10. 91 (Ms). 


* * [S 2 6 ] 
SU 4S (-€-©3) 






6 6 
R' : 

C:H 6 0CH,C0- 

Y : 
Q-CH,- 


PABMS(m/z):6S3[(y+Na) * ] 
NMR(d.-DMS0)<y: 

1. 07C3H t. J=7. 0Hz). 2. 78(2H. t. J=7. 5Hz). 

2.9-3.3(5H.m). 3.42(2H.q. J=7.0Hz). 3. 60ClH.nO. 

3.69C3H.S). 3.97(lH.d.J=16.6Hz). 

4. 04C1H. iJ»16. 6Hz). 4. 14(1H. dd. J=6. 6. 1 1. 8Hz). 

4. 35UH. dd. J=l. 8. 11. 7Hz). 4. 93(1H. d. J=7. 7Hz). 

5.10C2H.S). 5.19(lH.d.J=5.0Hz). 

5. 31 (1H. d. J=3. 7Hz). 5. 32(1H. d. J=8. 9Hz). 

6.75(2H.ddd. J=2. 1.2.9.8.8Hz). 

6. 78C1H, d, J=8. 3Hz). 6. 84(1H. d. J=8. 4Hz). 

7. 07C2H. dd. J=2. 0. 8. 7Hz). 7. 23(1H, t, J=8. 3Hz). 

7.35(5H.m). 


6 7 

R ' : 

CH.OCJUCO- 
Y: H- 


FABBS(ni/z):543[(MWa) * ] 
NMR(d.-DMS0)<5: 

1.07(3Ht.J=7.0Hz). 2.82(2H.t.J=7.5Hz). 
3.19(2H.t.J=7.5Hz). 3. 2-3. 4C3H.ra). 
3.43(2H.q.J=7.2Hz). 3.62(lH.n). 3.71C3H. s). 
3. 98C1H, <L J=16. 6Hz). 4. 05(1H. d. J=16. 6Kz) 
4. 15(lH.dd r J=6. 7.11.8Hz). 
4. 35QH. dd. J=l. 9. 1 1. 8Hz). 4. 97C1H. d. J=7. 4Hz). 
5.22(lH,d.J=4.7Hz). 5. 32QK. d. J=5. 4Hz) 
5. 33C1H. d. J=5. 3Hz). 6. 56C1H. d. J=7. 7Hz). 
6. 64C1H. d. J=8. 1Hz). 6. 81 (2H. dd. J=2. 1. 8. 7Hz). 
7. 15C2H. dd. J=2. 1. 8. 8Hz), 7. 230H, t, J=8. 3Hz). 
10.88QH. s). 



[0 17 5] Sii«ai6 8 

(1) 4-^K^^-6' -tHD^>-2' -B-D 

- ifjvn / )V3 >%®mw 5 4 1 mm 

->-2* - (2, 3, 4, 6 -f ^-O-JtWl'- 



50 



[0176] (2) ;-mm<p* 1 O 



(35) 

67 

b*->-6' -7th*->-2' - (2, 3, 4, 6- 
t- h 7 - O - 7tt)V- 0 - D - ifJVn bf 5 / ->;^+ 
*» ^kFn^a &Sftx-*«Sliifll5 

[0 17 7] ##0U 

6' -kHo+S/-2' - (2, 3, 4, 6-fh7- 
0-7-fe?;P-/5-D-^3tr7/^^-» 
h7x/>2. 4 1g, p-7r:X7;WxtKl. 36 
g, X9/-)V2 5ml©iI£»dg#T. 5 0%*l£ 
fc#l>2A*&?£2. 5mlSITL, JO 
-TS. MffiTSISU MttlOOml, X— 5\>P5 

i o %&&-e*?nu m®x.?)V2 oomi Srfln*., a 

tttETMIU &g<Z>4-*h*->-6' -fcHn* 
-> - 2 ' -3-D -'^3 K y / *s)Vttisl3)V3 
®Z>o &te&<b&X.i?/-)V5 Oml WftfeU 1 0% 

9S-M -vmm-r^CtizJ:r}4-^h^-6' - 



»B¥8-2 7 006 

kpa*JlO>l. 0 2g«&6ISAtt&*&ls?# 
*. 

[0 1 7 8] m. p. : 1 2 7~1 2 9*C 
FABMS (m/z) :43 5 (MH* ) 
NMR (de -DMSO) <5 : 2. 84 (2H, t, J 
= 7. 3Hz), 3.19-3. 49 (7H, m), 
3. 7 (1 H, m) , 3. 7 1 (3H, s) , 4. 5 6 

(1H, t, J = 5. 4Hz), 4. 9 1 (1H, d, 
J = 7. 3Hz) , 5. 03 (1H, d, J=4. 9H 
z) , 5. 10 (1H, d, J=4. 4Hz) , 5. 2 
2 (1H, d, J =4. 9 Hz) , 6. 5 5 (1H, 
d, J = 8. 3Hz) , 6. 67 (1H, d, J = 8. 
3Hz), 6. 81 (2H, d, J=8. 8Hz), 
7. 17 (2H, d. J = 8. 8Hz) , 7. 24 (1 
H, t, J = 8. 3Hz) , 10. 99 (1H, s) . 

[0 17 9] ##092~6 

[0 1 8 03 
[£2 7] 



(36) ftW¥8-27 006 

69 70 



mi sm (*©D 







HO 0 




HO- 


>— Sb 




H( 


!> OH 




X 


ft tt tt 


2 


H- 


bup. .: 126-129*0 
FABHSWZ^:40D(. HH ) 
NMB(d,-DMS0)<5: 

2. 90C2H. t, J=7. 6H2), 3. 23(2fl, t, J=7. 8Hz), 
8. 1-3. 5(5H, a). 3. 70(1H. dd. J=5. 1. 10. 5Hz). 
4. 55(1H. t. J=5. 6Hz). 4. 91 (IH. d. J=7. 3Hz5. 
5. 02(1H. d, J=4. 9Hz). 5. 09C1H. d. J=4. 4Hz). 
5. 23C1H. d, J=5. 4Hz). 6. 55UH. d. J=8. SHz). 
6. 68OH. d. J=8. 3Hz). 7. 11-7. 28(6H. m). 
10. 970H.S) 


3 


4-0H- 


Dtp. : 171-174*0 

PABMSCm/2>:42K yH* ),443l(M+Na)* ] 
NMR(d«-I)USO) 0 : 

2. 78(2H. t. J=7. 6Hz). 3. 20(2H. t. J=7. 6Hz). 
3. 1-3. 5(5H. m). 3. 70(1H. dd. J=4 6, 11.0Hz). 
4. 56QH, t. J=5. 6Hz), 4. 91 (IH. d. J=6. 8Hz). 
5. 03(1H. d. J=4. 9Hz). 5. 09(1H. d. J=3. 9Hz). 
5. 22(1H. d, J=4. 9Hz). 6. 54UH. d. J=8. 3Hz). 
6. 64(2H. d. J=8. 8Hz). 6. 67(1H. d. J=8. 3Hz). 
7.03(2H.d. J=8.3Hz). 7.24(1H. t. J=8.3Hz). 
9.09(lH.broad). ll.OOClH. broad). 


4 


4-CH,- 


nup. : 109-111*0 
PAiS(m/z):441[(H *Na)* ] 
NMR(d.-DHSO) 6 : 

3.0-3.4(6H.m). 3.45(lH,m), 
3. 70(lH,dd.J=5. 4.10.3Hz). 
4. 53UH. t. J=5. 6Hz). 4. 91 (IH, d. J=7. 3Hz). 
5. 01 (IK. d, J=4. 9Hz), 5. 07QH. d, J=4. 4Hz). 
5.19(lH,d.J=4.9Hz). 6.55(lH.d.J=7.8Hz). 
6. 68C1H. d. J=8. 3Hz). 7. 05(2H, d. J=7. 8Hz). 
7. 14C2H, d. J=7. 8Hz). 7. 24(1H. t, J=8. 3Hz). 
11.0t(lH.broad-s) 



[0 18 1] [«2 8] 



(37) #H¥8-2700 6 

71 72 
3H 5S (*©2) 





X 


& 14 ffi 


5 


3-CH,- 


m. p. : 78-81*0 
FABMSGn/z):441[(U +Na) 4 ] 
NMB(d.-DHS0)£: 

2.27(3H.s). 2.86(2H.t,J=7.4Hz). 

<>• 14 o. £<Konr ny » 

3. 45(lH.dd.J=5.9. ll.8Hz). 

3.70(lH.dd. J=5.2, 10.3Hz), 

4. 57QH. t, J=5. 6Hzj. 4. 91 (IH. d. J=7. 5Hz). 

5. 04UH. d, J=5. 2Hz). 5. 11 (IH. d. JM. 7Hz), 

5. 23(1H. d, J=5. 2Hz), 6. 55C1H. d. J=8. 1Hz). 

6.68QH.d. J=8.5Hz). 6.97(lH.d, J=7.6Hz). I 

7.04(lH.d,J=7.9Hz). 7.07OH.S). 

7. 140H. t, J=7. 5Hz). 7. 24(1H. t. J=8. SHz). 

10.99(lH.s) 


6 


4-Cl- 


B.P • 142-144*0 
FABMS(n/z):461/463[OI «a)* ] 
NMR(d.-DMS0)5: 

2. 90(2H. t. J=7. SHz). 3. 1-3. 4(6H. m). 
3. 45(1H. m), 3. 70C1H. dd. J=4. 9. 11.2). 
4. 570H t, J=5. 4Hz). 4. 91(1H. d. J=6. 8Hz). 
5. 04UH. d. J=3. 9Hz). 5. 11 (IH. broad), 
5. 2B(1H. d. J=4. 4Hz). 6. 55(1H. d. J=8. 3Hz). 
6. 68C1H. d. J=8. 3Hz). 7. 24UH. t, J=8. 3Hz). 
7.30(4H.s). 10. 950H. broad) 



CO 18 2] #%«SJ7 5. 

(1) ^f^M75F50mll:2' - (2, [0185] 

3, 4, 6 -xh^-O-T-t^-ZS-D-^mtf FABMS (m/z) :53 1 C(M + Na) + ). 
7/->M*-» -6' -kFa*->7th7iy> [0 18 6] (3) 6' -^>?)\,**~>- 2' - (0 

4. 8 2g, ^S*'JfA4. 1 4 g £Sn;L, 8i#T, -D-^nhf7/->^^-» -4-kHn^>M 
^>yJ^DSK2. 5 6g£iTU gfiT2l$P«gjI 3>0. 79g, NUlf^75>0. 19g^f 

fca&ETfcigSrSU nmizmmx? )V7± H7S H 3 0 m l *#J£#T> Jon 

frtfrzin^ mwmmm&ftm-z. nznitii® mm^Ao. 2 0 g sssti-s. *»t 1 i$HSi# 

**->-2' - (2, 3, 4, 6-fh7-0-7tf ^Vtiy)Vi}yAi7a-7hifyy^-^mVX, 6' 

- j3 - D - tf)Vu fcf 7 / ->;^+v) 7th7iy> -^>^Mt-/-4-Ih^->jl!WrM : 1 : J'- 

3. 2g£#5. 2' - (/3-D-^3tf7/->;V^-» *;i/n> 

[0183] 0. 73g£#5. 

FABMS (m/z) : 5 9 5 ( (M+Na) + ) . [0 18 7] 

[0 18 4] (2) 6 ' -^>v?;t^*->- 2 ' - FABMS (m/z) :6 0 3 ( (M+Na) O . 

(2. 3. 4, 6-xh7-0-7-k9 L ;l/-/3-D-^ [0188] (4) 6' -^>^M=ri'-4-Ih=r 

; 7-feh7x/>2. 9gRr/4 ->*;>3j?n;i,^->- 2 * - (/3-D-^atf7/-> 

h7t Hntr^-;p^->^>X7;vxt hi. 5 )V**~/) ij)Vn>o. 7 0-gtx*y-;wc**u 

6g5l^;-*3 0mll;M, Jt#T5 0%*gHt 40 1 0X/X?y*AHiW£liMltKJBttT, 

*'J»>A*^3ml&trFU &m-V-mm&-r £. *3i§M7G£fT-5. ftS»£5£& «EETfca»§U 

i&ET&&£@£U S« fc# i iSX^;VX-f-)V£tia J^U*yM7Ai;n7h^7^-T?iil/T, 4 

SKx^Tam-rs. ftgnfc*iM tf7y->;p^-» -6' -tHn^kFa*;^ 

»«*«*lt. #&nfca@^s»- >o. 4 8g£#s. 

8-*-f h7kFD77> (2 : 1 : 2) J§&5 0m [0189]m. p. : 6 5 "C~ <f>* KgJjS?) 

1 KJg&U 5 0*CT3l$raM&&. METS&U 8 FABMS (m/z) : 5 1 5 C (M+Na) + ) 

&£->U#y;i^7A£DVr-^77^-TfstI!LT, NMR (DMSO-de ) 6: 1. 28 (3H, t, J 

6' -<>-?)V-**r*/-2' - (i3-D-^3t!7/ =7. 1Hz), 2. 92 (2H. t. J = 7. IH 
->;M-*v-) -4-kKn+->Ma>l. 2 0g^# 50 z) , 3. 1-3. 3 (6H, m) , 3. 4-3. 5 



(38) 4#B¥8-2 7 0 0 6 

73 74 

(1H, m), 3. 6-3. 7 (I H. m) , 4. 2 3 >IPI# CD Rtf-£-©H3«lKffr£Uf»Sl£tt, *■ 

(2H, q, J = 7. 1Hz) , 4. 57 (1H, t, TO^VS^XffKiRfBgl'l^K tJEbtlSmif JtiD 

J = 5. 7Hz) , 4. 9 1 (1H, d, J = 7. 3H f^ffiSWU, -5-niC<koTSnfcJ6l^Tf^ffl^-r. 

z) , 5. 0 3 (1H. d, J = 5. 3Hz) . 5. 1 II:. Jfcf&giOWS&Jfcft (I) Wu ifE7DU^>tS 

0 (1H, d. J=4. 7Hz), 5. 27 (1H, £0, ^TOjJ0*^£S^H< 

d. J = 5. 2Hz) , 6. 55 (1H, d, J = 8. SPfi#OVi-f tlThmmffi mZ-H-l >7.'J 

2Hz), 6. 68 (1H, d, J=8. 3Hz), mW.m ( I SMB.*) , -f >3. U >#tt#tttt£a ( I 

7. 10 (2H, d, J=8. 6Hz) , 7. 24 (1 I 9*£*i) O^Hf • 

H, t, J = 8. 3Hz) , 7. 3 1 (2H, d, J= fc&ffi-TS £ #fg9§0>:£2!lj£# 

8. 6Hz) , 10. 94 (1H, s) . 10 CD tt5g&JW£V>£ tfclC, ^©in##S?4re&57 
[0 19 0] ^'J3 >«, OTtd^®«m2ffi#®B*fMitf*l' 
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Previous Publ. patent JP 8027006 



Abstract: 

JP 8027006 A 



Agents for lowering blood sugar levels comprise dihydrochalcone derivs. of formula (I) or their salts. Ar = 
aryl; Rl = H or acyl; R2 = H or acyl; or R1+R2 = opt. substd. methylene; R3, R4 = H or acyl; OR5 = opt. 
protected hydroxyl or lower alkoxy, provided that R1-R4 are not all H. 

Pref. Ar = hydrocarbon-contg. aryl (e.g. opt. substd. phenyl) and acyl = aliphatic acyl (e.g. lower alkanoyl 
or lower alkoxycarbonyl) or aromatic acyl (e.g. arylcarbonyl or aryloxycarbonyl). 

USE - The blood sugar lowering agents are used as pharmaceuticals in the treatment of diabetes. 
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